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(*<K A2(i, ^ny>M^-^U<(i7Xm*T-Sm$tL^ii:^*>^ 

< te7jtm*-e8&£ tih c\ t & h %> E§m 3** *> L < Ji Wc<7>^£fc 1 ~ 6 
/3k N, n-^t^jvt^ /ft, N-7^v7^T;^;vi, N, N- 

mis iO'N-T^^r^-N-T^n^vTJ^^-^T ^ 7 T^^ft^ibjii^ 
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7^S, - 7;^;v7?;i, tKo^y7;K;vi N #/M? 

+ y;H, 7^3 + y*^^;^ ^;v/^-f;i/£. ^^-/b^ T)V*)V 



ffitiE#2 004-3054312 



#H 2003-094257 



^-v! 16/ 



[0 0 16] 

T)\s*vy^ am* & t tz ^wsk<oB.mn. i - 3 o 

[0 0 17] 

N, N-y7^;V75/i, mni>L<teyFmm<D5-6m<DmWLR4k7m& 
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•fe*t?>\ vT-fe*tf>, h';7-fe'^°>> f-T^Mv^ ** J *)-*i}£>^mf2>Z.ttf 
•e#^>o l&fD^7t(i^lSfD0 5~6M^^^k7ic#fc(±, #Ux.t£ n 

v^n^>r->\ v^n^^r-tr^^ v^n^-tf-v 

[0 0 2 5] 

SfrfP t < (i/F^P<^ 2 9Rt££ tiit 3 mtt<^il^^^^*^J £ bT fi. 
-YVKV/Hk ^>Ki;-;v* N 'fv^^K'j^ ^fv^yK^^ ^ 
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*/';;u^ -f h 7 t: ko^ 4H-^/>jy^| > ^^-v*u~ 

S> T^tKn + y^t'J^l, v>yi;-;i^ x h Kn->>y 1; - 

, f^tKn^^/fTV'J^ ^>V**-9-y*i;;i^ /<>^v f7 y 

. rf7tFDt7fjy-;H, fxyfjy';^ ^ h 9 t: Kn^iy tfi; 
v ^ T V*n e V v r Fyt Knf-7 Vn tf V v^l/^ f 77*0 e 'j 
^ v - ;i/2£> f- h 7 K n f - 7 7n tf ^ v ~ n'nnk' 1; v y t: K 
n tf n n tf 1; v f l>7li Kn tf n n tfi; tf n n tf »; = 

^tKDk'DDe^y^ tfi; Key <v~)i>m, fh?tKoe';Kif 

7h7tKD7aii'i;y^ t^rtVnfijy'^ rb^Knt^ 
•9- 7n e 1; V^3fe, * ^rtyn tf >; ^v- f b7t Kn^^-^Vn tfi; V 
tfnn^-TV*';^*, yt Knt'nnf TV'J^i, tfnn^-y-y* 
9 ;i/2k v t: K o tf a n ^S, fxyifn 1; ^ 7 y n tf 1; * >* 

tT^Vn^-^yv^af, ^W77*'j;vi, >f 5 vv**^w 
frm* -r^^Vtfi;^^;u^ ^m'Jy>i, fh^tKn^Wj 
tfy vV tf 1; ^>*^;i^ ^<r/hV7y-;H, tWnif';^ 
^v***-fctf-;i^ 'Oi/T-ee^/Hk x h7t Kn^WT-tffcf 
^VvT-tftf^;^ ^>y^i;r-fe*tf-;v^ T-Jiy T4?tf-*fc 
, f^tFofxyTt'n 1 ^ fx; >?T-fe*fc*-;^ % ^-jiy h 1; r«bf if 

tt^^02^*^»±35lttOilt^«*5jH6i:LTtt, ±M<D (2) fciflr ( 

3) <om&*mtv<, zhiza (2) jj«ff*u». (2) <D*-?i>, i«otk 
Bztt*m&&&LT&m $ ax* 2 ittto 1 t%ofzi> nam 
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v***+)-v*>; i>\r>( 5 /v*'j ey fr>/n try v? 

/Hk t b7t Knf TVnifij k: n n t? j; y^g N t? n n kf y * y - 

/Hfe, t^rt/n t?y rfyk Knt^tv'n n° y v;i^ 5 ^v*^- 

/ 7 ; t- h ^ t Knfrv'D try v^m, ^ wrvj ^ 

[0 0 2 6] 

ry-^T^^Si: lt(i, ±f2^7y-;i^£^ifi&2~6<97;^- 

> ±m<Dmm & l < teaman 2 m&ttzit 3 mt^m^mmwrn t mmwiz ~~ 

[0 0 2 7] 

±i 7 y - i^fo & l < fi^^fao 5 ~~ 7 m <DMmmm, mm i> l < « 

< fi^t&#DO^^T;i^^;i^ & i t>\ jgfy & t < {i^^oo 2 fcf± 
3 3t140M^^T^v-^;^{i: N ^ (A) frbMlttiZ 1 «*fi|WI-«> t 

[0 0 2 8] 
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» (A) (i, ^ny>^ T)\>*)Vm, T^n^yi, ^Dr;7 

:J*v7j;i/**-;i^ *;i/^y7;V3dfyi, TJVn^yAj^'-ji/T^a^ 
77;^^t^yl, N-7W^7U7^;i'*J^'-;H 1 N, N 
-y7;^Ji/7 5;7;^;^W-;^ *;wf#y7;^iH, r^^^v 

7;^;vfti, T^y*^*^;^ n-t^^t ^ y *;t/*^;i/^ n, 
N-y7;H;v7^x;v*;^i > 7;^;^^*-;^ r;i/* 

vinugg, y ?.)V*=.)\>t )V*)V^ N-7Ji'^ji'7 5yx;v^-;i'7;^ 

N, N-y'7K^7^/^;^-^7;^jH, 7 7;^;H, 
K(ii) -e^^tt^* 

-A 1 - Y 1 (II) 

hmm, L < li»^f 1 1 - 6 c07;V^V>i^Ii*t^o Yl 

;^'^y;H, 7;^^y^;vsjC-;H, 7?/7;^;vi, n-ta^at-^ 
N, N-y'7;^;l/7^i, N-7;^^7 5;7;^;vi, N, n- 

gis J: - 7 )V- n - 7)i> n * v tj A**— ;v 7^7 h MlZft 

h l«/ifi|WJ-& L< fi#l&o£2~31@£jti*-r&o ) > 

^ (III) T^StL^ 

-A2- (C = 0) -Y2 (ii i) 

E««, < li^ORit 1 - 6 07;v+ ^nr/^^L 

< \timM^W$k* zti> fr&Vii> L < ti^<7)^^ l ~ 6 
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Y 2 ±©it&a£fc LT(i, ^ny>if, 7;v*;i^ ^nyyj;^;^ * 

SB, N, N-yTWT^I, N-7^^7^7^;i/i, N, N- 
y7H^r<;7 N-7;v^-N-7;^^y^^f^7^ 

^aS (iv) -egE£*i&* 

-A3-N(R4)(R 5) (iv) 

A3»i, Jj!^^ ^nv J >^T-^L<(i7KmSTS^$tt^ > li:^^^ 

tttttfc, i < (if toRtti ~ 6 (7)7^^r ^urym*i>L 
< tt*maf-c«ft$*L« - <>»«m^ l < iHiftojftxft i - e 

(C = 0) -7^l/>* CfcrtfU r^V^fttt 

^ ^ny/7;^;H, 7y^i, r^3#->*^>j?-^*, T)v*)v*)v* 

~)l>m, N-7H^75/7;^-^i % N, N-m^T^^^i 
/Hk N-7;i/+;l'7 5 /7;^;i/*;^f-^S, N, N-y'7;^^7>;7 

) ££0* 

« (V) -c^StL&S. 

-A4- (C = 0) -N(r6)(r7) (v) 
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N-T^^^T^X^-;^ N, N-y7^^7^X;^; 
/Hfe* N-7;^^7U7i^J^;^jH, N, N-y'7;K;i/7>/7 

[0 0 2 9] 

~607;v«mu Witf, ***** ^>vm, ^y^ne^ v 
^ D ^ Dt '^ r*)m, t e r t-T/^a^^f^^^^ 

l < imm<D^u?>^2 ~~ 3m&±.mv%tm%c 1 ~ 6 ^7;v^;n±ct^ 

[0 0 3 0] 
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[0 0 3 1] 

N, N-y7;v^;U7^7^;^^f-;vitLtti, mmtfzimmo 

$ y r )is*)umt* )is#-)umfrbMj&zti&M*wMu mm, n, n-v 

^f;V7^^f;v*ji/sie-;H, n, N-xf ;^^7^/^f;^;i/,f- 
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[0 0 3 2] 

<b $ *i £ * ;v * i; j i, )V ** - 1 *»_t|BC5 l-6W^->i 
N - r ;v * ;u r * J x )V * - )vm 1 1 r li , ±%KD$mm. i~-s<DT)v*)vm 

Itl~6(07;^i2i **±f BO 7 5 y ^ ^ - ;m ftjfe L 7t O «: Scl* 

/ * /I, * - fc^tf £ d ^ § 4 o 

[0 0 3 3] 

-so 3 H^jti*i-^o 
7;^;^;^x;^tLt(i, ±fBo^^ci ~ 6 07M^ii^^- 

h 'j7^;^XIt LTii> R*4fctt|M|o±|BOift*«:l - 6 07M 
A/^ X*^f Sr«6»f a i i: ^ # & 0 

h v r a, * )i> -> >; )vmtLx\z, mmt tz itmm<o±$ w&kmm. i-6<or^ 
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[0 0 3 4] 

7;^;i<i^7 < y S±t±ie(7)^f 1 1 ~ 6 <7)7;^;H 1 i^f 1 L^: i ^) 
£1:1* U N-yf;v7?/^;v*-;i/yf;H, N-if;i^7^x 

N, N-y7;V+^7^^W-JV7J^;l/ii: Lttt, _Lfg<7)T ^ / 

^2« ? fimL£&£)£:i:BfcU mx.lt, N, N-yVf;V7^x^t-;v 

[0 0 3 5] 

^ (id r-mzti&m 

-A l -Y l (II) 

;i/+;l'7^i, N-7;^JV7^;7;l/^;VS N N, N-v7W7^7 
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29/ 



[0 0 3 6] 

V>Hk ^+-9-v*V-;i/ft. f7/'j;H, fryj-;vs, ^TvTv* 1 ;;^ 

N -77^)^ ev^*, eys^/nt, e7v;n, ey$r 

v^;i^ tfnuv-;^ k^ 7 y-;H, *3=-9->^;v^ 
, ^^vTv^;!^ ^;w*>;~;v^ fTy-;H N f7y7v-^i, 

;v n * v * )\<m$±.m t |WJM<7? i> <D ZMM-tZ o 
[0 0 3 7] 

N-7W7^iHtii, -t&^st m i - 6 <d r >v * jum i m WT < 

N, N-y7;vW?7it LTfi, Mi 7t:(iMSo±^<7)^^ 1 ~ 6 

N-7;^^7^7^;vii: LT(i N _bfSON-T;v*;i/T 5 

l- (N-yif-^T * y) ^^^^f&ci^-ei&o 
N, N-y'7M;P7^7Wiatli, ±ffi<7>N, N-y'7;^;i/7 
^ilWfil-6©7;^^i±i:fJ|Lf:^^t|L, Milf, N 
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N-7^3^^*;wf-^-N-7W7 5yii LTfi. ±5EO^Sc2 
~ 7 to t ;v n * v a ;v ^Sis J: 1-607M ;v&7&*-e r ^ 
ymzmt&Ltzi><7)ZmttL, N-^h4y*;Wfx;v-N-^f;V7 

5 N-xb^y*;v^'-;i/-N-^f;V75/^^fl>C:fc^T*l-5 

o 

N-r;v3^r->^;vsK-;v-N-r;v^;vT^ / r^^-^&t Lt(i, Jiffies • 
N-7^n + y*;wf-;v-N-7;H^7^ ^Sli^±Mfl:i ~ 6 o 

[0 0 3 8] 

(iii) -e^£*t£^ 

-A2- (C = 0) -Y2 (III) 

(**> A2{i N jjM££\ ^ny>f^t b<(i^*-efim^tt^,Cii:^^^ 
t< (i WRit 1 ~ 6 07iVJf k ^nv^JKT-fc L 

< (±7xm^-egm zti&z.ti>&& mm, &mt & t < test^ j^^m 1 ~ 6 

#;wi^>;v^ r^^^y*^*-;^ N-7;v^^7^y§, N, N-v* 
T^^r;l/T^ 7^ N-7;^;i/7U7W^ N, N-y7W7 5 7 
7/l"3r/HI, N-T^^r^-N-T^l/r/^rv^^^ji^T^ 7 J: £>* N - T ;V 
+ ^-N-7;V3^y*;v*-;V7?y7^;v^t ) f|ftL-?, H@$/rii|Wj— 

6 L<li^&o£2~3'®£;ti5fc-?-&o ) K:fclt£ A 2 qxorfr* ls>&t LX 
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[0 0 3 9] 

#5$ (IV) T?^$tL*3fe 
-A3-N(R4)(R 5) ( IV ) 

m*. A3(i, Jfc|££\ ^ny^i L< {±7Km*t?fi^$tL^Cli: 

iiftt^fil~6«- (C = 0) -T>v*u>m (fcrtfu 7;k^fV>Sii 

N-Tmr^XW-^ N, N-y7W7^7^t 
— N-7H^7^7;K;v*H-;H, N, N-^7M;i/7^y 

o ) K£ij-&A3ificD7;i'*i'>3£t Lttt, eiix.tf, *^-vym, zc^u>m 

u>m, -o-^]s>mmzmf&zttfT*%, - (c = o) -r^^u>m 

tLXit, fflkif, - (C = 0) - (C = 0) 

[0 0 4 0] 

R 4^j:ofR 5 ^^tt^T;v^;vs, tKnJry7;^;vi, ;\ny;7;i/# 
^S, 7;i/3^y*;v*-^i, T;V^r;U^;V^r:;V^ N-7^;v7^yx 
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32/ 



iiWtit^7'j-;v7;i/*y ^f;vg (Wx.tf, 7 ^ 

is t ±^^R^i5: i~6^)7^ni mtmm l ?t s^mm^T £ # L T T ^ 

*V>*fc«^tft*t«l*U fij^tf, 2- (tert-7W7x^y 
[0 0 4 1] 

^ (v) -e^stiai^ 

"A 4 - (C = 0) -N(R6)(R7) (v) 

-6<7)-0-7;^I/>I (tztzL, 7;^V>Sl±*^^;H(:|±A t|) ) 

*&, ^D^7;^iH, 7y^I, 7;V3^y*;^-jl/i, 7/Mf*X* 
*-*», N-7;^;i/7^y^jwt-;i/i > n, N-y7W7 5yx;^ 
-*£, N-7;^^7 5;7^;i/*;i/^^ N, N-y7;w?; 
7;^;v*;^*;;i/i, 7;^^7z-^yi;;vt^y7^^;vS*fi*t-?. 
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o 

[0 0 4 2] 

*%mzte\,>x, ri&xvr2 tLx&* 7kmm=f-. T)v*)vm. 7<yi 

[0 0 4 3] 

TV — 3&f0 L < (i^l&fno 5~7I <0«5R3R36, IfrfD *> L < (4 
^ft»o 2 fci± 3 7 'J -;vr;i^-;m, &ft *> t 

< {i^l^co«*^T;v^-;v^, f£fn & L < Wf&fno 2 Bttti fctt 3 

N, N-y7;^^7^7;^iV*JWf-;H, 

;v7;v*;vH. n, N-v7^;v7^7;^-;i/7jv^jH, 77;^;H 
>^(II), (III), (IV) it,^; (v) Lv\, 
[0 0 4 4] 

Sfc, ^ (II) xmztizmz&^x, yllofMtLtlt 7;v*;v 
7^7W«, N, N-^7;^^7^SWtLv> 0 

* (III) •C£3*L*2£K33v>-t\ A2tuii, *Bf-fr*?t»ilfe*»:l- 

* (IV) T^ES^^c^t, R4£<fcU f R 5 t ttli, #^iiLT> 
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^;i/^^;u^ > N, N - y 7;^;i/7 ^ / 7;K;v* -JVi, 7;^^y'7 
^ (V) -C^£tL&SlCj3V>T, r6*5J:U*r7£ LT(i> #*^£LT. tK 

[0 0 4 5] 

<R 3 t;ov^T> 

T^^^W^^l^ N, N- ;: JT)\'*)Vjj N-T^A-T 

N, N-y7;^;v75yif^nct^li,o citubo^ti, 

[0 0 4 6] 

< A r t:oi/>t> 

A r ti, ^#^R<b7X^^ mG & L < fi^g&fn?) 5 ~ 7 M O^Sjt. mu i> L 
[0 0 4 7] 

3^<7)M^S^t LTf±, <R l*5J:^R2nov^T>T^B^L7z^<7)t(Wj 
ArtLTJi, ^#^<b7K*f 7c(^n^L<(i^|^0 
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[0 0 4 8] 

t*^fQ(02^i4* tz\$zM&<nm&mmfrhmm$ftz> 2m<omm (b> 

^ (B) (i, ^or>g^ 7Km*> T^*;^, 7;i/3 + yS, ^uysrfr 

^t;^;H, t^/^ n tKn^y7;v^;HWiLv\ 
[0 0 4 9] 

[0 0 5 0] 
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^ t^ltLtli, 7 7ig^ ^flg^, 3^MW^ny> 

i f:liM^^tt 1 - 3 ©7;V^r V >1^J LV\> 

[0 0 5 1] 
<G(:ov»t> 

mm & l < ti/Ff&f n 02111^1^3 ^ttojt-^tfbfcit mm i> t < i± 
yfmm<D 5 ~ 7 m <7)mmsi&> tfrfn l < (i^i&fno 2 stttt tz a 3 ^t^^^t^- 

[0 0 5 2] 

t&^P & L < f*^3frft]<£> 2 Sjt1££ 3 n^m^jkiti^m^ t LX (± N f flx. 

s&*d ^> l < i$yfmm<r> 5 ~ 7 m <vmmmM& x v?mm i> t < f^tMfi?) 2 

[0 0 5 3] 

±f£^fi> 3£ (C) fr&afcm* HHtfcfiH— <> 1< fi#& 07^2-3^ 
P (C) «u ^d^>je^ tK^*. r;v^;^ r;vn4rv^ ^af;7;i/ 
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[0 0 5 4] 

D^7J^-^i, N-T^^r^T^y^ N, N-^^^^l, N 

-7;v^;V7^7jv^H, N, N-y*7;^;i/7U7H;H, ^Kn^ 
vT^^r;!/^ *^^yM, *;i/^y7;^;H, 7;V3^y*^jK-;i^ 
*;w^>f;i/3l, ^W/M, T^*/^**, 7 ^ / *;v*~;i^ N N 
-7;V^JV7 5^;Kt-;H, N, N-y7H;i/7^x;v*z;H, hi; 
Tfr*frxXm&£ifhV 7;v^;vy'j;vStt, Ri, r2, R3^j;of Arl : 

MML, ?uu* h**s&$*mf& £ ttfX*&& 0 

[0 0 5 5] 

7;^^y*iWf^jH > N, N-y7W75/I, &*P£L<ti 

/FS&fpo 5 - 6 l<otWttfi, f&*p & t < (i^»<7) 5 - 7ioitii 

£ fc> ffrftl i> L < ti/Ff^P?) 5-6 ^(Dmkmti^mm, ffrfP & L < f»ffrfa 
<7> 2 Sjt& £ 3 ^^M^-ftTK^^, g&f P & L < t£7f$&%}<D 5 ~ 7lOlf 
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, >7j^jv|, t^vi, h 'J 7J^;^x*SisJ;^> 'j 7;K^y 'J;vif ^ 
[0 0 5 6] 

[0 0 5 71 

«t ^vvr'^^o^ra^^^^m^l^^W^ - & 0 tit. 
(i) r^$ti^<b^W^tt**^ri-^^ic(i, T;u^';^Ji-r^^ 

[0 0 5 8] 

— (i) xm^^^m^t^mt, m*<o?jm~£t)m&-fz>ztrf 

[0 0 5 9] 
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Kb 3] 

o 2 N — Ar— X — g H 2 N — Ar— X — g - 

(2) 

W (3) 

j_ • » . - 

( 5) ^/tfi's'f&ggil 

(3£*> Rl, R2, r3 % Ar, XfeJ^Gfi, mTfS t |W| D & <D^ir 0 ) 
[0 0 6 0] 

^fP^olb^ (i) 5£ (4) ti$tiUK7y>Mii:> 5£ (5) 

[0 0 6 1] 

*vV>\ y^onx^, y^nD^r/, ^nn*;vA, EgJa-ffc^tSt, 

<7)m&mmzm^z>zbtfx&& 0 ^L<(i, i*y-;K ^> 
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HJM-N Ar— X G 

(4) 




— N — N— Ar— X — G 



(I) 
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[0 0 6 2] 

*»W<^)Mft (I) ofHtis (KYyityik'kyg (4) ) ti, ^ (3) x«m 

10 0 6 3] 

^W^f^t (I) O^Wflc (7 5 7^11 (3) ) «\ 5*; (2) -C^^tL 
&-M3>ffc£-|&J: OfijtfSClfc^-CliSo -hn^ (2) £<x*y-;K 
rh7tKD77>, v^-^r-9-> v gfsgfcJ^/K n, N-yVf^ 

9*--y*-/l>Sfcl±e &^«> JttfllfcfiqfcT fc&jSfeBx C fc u J: & 

mtmmtLx, *ftxx*fcw«M«*-e, xx> sis, ft*o&jK*fflv> 

[0 0 6 4] 

<5> o 

C, 13n, 15 0 , 18f, 67 Ga , 99m Tc , 1 1 1 I n, 122^ 
123 I> 124 I^ 125 L 13 1 i, 133 Xe , 201 TlfW4 
ii^i, ^fKli, llC, 13 N> 15q, 18p, 122^ 123 
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124^ 1 2 5 1 , 1311 qpoiuma *******»r* itm 

[0 0 6 5] 

&mmm s^itmts&^^s.t^xt)^ mom a * xjK^tf&Ntt 3 * 
*tz, iic, i3n, i5o, 1 8 F^mm^titz^mM^t^m ( I ) 

, ^^SttU&^Lfcfc^A, HPLCfi:J:»)IISnct^iU>o 
[0 0 6 6] 
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[0 0 6 7] 



III] 









V 




.N . 






o 










H 








HO /=v O^. 


Ho ^0k_ . /=\ 



















[0 0 6 8] 
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[*2] 





irV =N 1"CKl 




















n ^ 

^^=N-£j-^~^-cOOMe 








H v — V ^.N-jr 








H v ^ V^-sf 


"A 


A 


A 


OMe 

"A 










"A 





[0 0 6 9] 
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[*3] 



L (1 - — f\ 




1 H 

1 






i 








HOOC^s. 

H 













[0 0 7 0] 
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H ^— y 








^rx _ 




N_ pf-^^ — = — 1 


ri v v 


H ^— y 












H > i— y \ 














MeOOC /==v m^x^ss 


1 n v .y 











[0 0 7 1] 
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t7& ? -e^, *ftPW*cft#i-*^fc L-C(i, a#t»k jftBRSJ, ffi*k JBffiffiU 
Sfcflftik ^rak >;^>h#k n-y 3 >SJ> iry-M, -fvXt-M 

. jajeak jft-Mj, mrnm, mmimu mmim, vmn. mnmmmiowm 

[0 0 7 4] 

ftgt*itfiv» 0 «x.lJ, &P&#0*&£\ j£A-B*fcl), $J0. lmg~|) 
1 0 0 0mg*f^ifcm*o LTte, £fflN ABU &4£, % 

ttz, mmmftmmxmmzfrx^%*mM<v-®& en -e^^tt^^ 
*»*>»£\ $ <b k s p e c T^g^oscitm-r *~-i?>y&mv>m&4kfti>*£m 

Lt, JSJL^f tLtfiW Wx.Jfx feltf^LT, 3 7- 5 5 5MB q, ffrt 
L<(i> 1 1 1 ~3 7 0MB q-e^^o 
[0 0 7 5] 

VXT £ , ##flk ^Sifefllfc x D'KMM * * if x ^§£W £ £ <b KSMffl tc^i" & 
[0 0 7 6] 

(B o c) 2 O : v- t e r t - b 
THF:fh7tFD77> 
DMF : i?>f;Wt;i/A7 5 K 
DMSO : i?^W;U7*^y K 

EDC. HC1 : l-^;i/-3- (3 - vVf^r 5 y/ntf;u) 
HOB t : i-kKn*w/h'j77-^ 
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NMM : N-*^;i^;i/*»; y 

aibn: 2, 2* -TV*lf^-f vyfni 

DMA P : 4-y^f;V7^k''Jy> 

[0 0 7 7] 
###01 

1- (4--Fn7x-^) > /y-^ 
[0 0 7 8] 
[ft 4] 

[0 0 7 9] 

4-^nn^hn^y€>' (5. 0 g) rV-JU (10. 8 g) & 

1 5 OtJfcTj&IflMMfcU 1 5B#B«#Lfco KJEfcifc*:**. (2 0 0ml) fcft 

Ifift£-^ (4. 3 7g) «Wat#/; 0 

1H-NMR (4 0 0MHz, CDC 1 3) d : 7 . 26 (1H, br s), 
7. 38 (1H, br s) , 7. 58 (2H, d, J = 7. 0Hz) , 7. 9 
8 (1H, , s) , 8. 38 (2H, d, J = 7. 0Hz) . 
ES I-MS m/z : 1 9 0 (M+H) + . 

[0 0 8 0] 
###12 

4- (>f 5 1 -J)l>) ~7j.~)VT 5 > 

[0 0 8 1] 
[ft 5] 

[0 0 8 2] 

*£&B£CT> 1- (4--hn7x-;l/) -f^V*-;l/ (1. 4 7 g) 
Tf2 0%imit^^^A-mm (3 0 0mg) <7>^y-;W§j£ (8 0ml) 
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*T*§,p B ftU aUBft-^* (1. 17g) SrftfeBflcfc LTf§fc 0 
1H-NMR (4 0 0MHz, CD 3 OD) $:6. 78 (2H, d, J = 9. 
0Hz), 7. 07 (1H, s) , 7. 20 (2H, d, J =8. 8Hz), 7 
. 3 6 (1 H, s) , 7. 8 9 (1 H, s) . 
FAB-MS m/z : 160 (M + H) +. 

[0 0 8 3] 
###U 3 

4- (-f $ 1 ->f>iO 7x-;n:K7y> 

[0 0 8 4] 
[ft 6] 

[0 0 8 5] 

1- (4-7^7x^) * (1> 97g) (1 5ml 

) ^i^Jc (3 0ml) CiiU 0 THzxmffiWLi-hVV J* (1. 0 2 g) O 

(6ml) £^o< DSSTLfco 3 0 5Mt*Nfe, mtxX-Tm® (5. 
9 0 g) (3ml) SrJnx., 1 Wm^Lfco Rf&WLK 2 

= 9 : 1 (5 0 0m 1 ) ZtiUz.liJj F5«Lfc, #«®*r^7K«SK^- h'J^A 

^» (9 3 2mg) tJtfelflcatUfc. 

!H-NMR (4 0 0MHz, DMSO-d 6 ) <* : 3 . 32 (2H, br s 
) , 4. 1 3 (1H, b r s),6. 84(2H, d, J = 8. 8Hz),7 
. 02 (1H, s) , 7. 30 (2H, d, J = 8. 8Hz) , 7. 51 (1H 
, s) , 7. 9 9 (1 H, s) . 
E S I -MS m/z I 1 7 5 (M+H) + . 

[0 0 8 6] 
###J4 
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[0 0 8 7] 
[ft 7] 

[0 0 8 8] 

l-r.bn-4- C**^/-;!/- s-'f ;i0 ^>-tf> (i. o g) „ io% 
P d-C (0. 15 g) t x^-;Ml50ml) 2 B#F^J±^ 

MMjuLtzo mmzm^u mm*m&mmu mm&® (o. 8 2 g ) 

iH-NMR (400MHz, CDC 1 3 ) £13. 83 (2H, br), 6. 
71 (2H, d, J = 8. 3Hz) , 7. 15 (1H, s) , 7. 45 (2H, 
d, J =8. 3 3Hz) , 7. 8 3 ( 1 H, s) . 

[0 0 8 9] 
##$15 

4- (^-^r-9-V-;v- 5 --f )V) 7i-;mK^v> 
[0 0 9 0] 
[ft 8] 

[0 0 9 1] 

4- U^^S-fr-B-J fr) 7x-^7^ (0. 5 1 g) £7jt(2. 5 
ml) tncflnx., (5ml) S:iTU^H/;o tR<$-T\ SEfllBiv- 

^ (0. 7 9g) (2ml) »jK*«|Ttfc 0 3 0^FWU tf^Xr 

(1. 8g) <7)^m (5ml) #«Srj(|TU IIi1»#lLfc, iftT 
>-=e-7*-C7/u*'Jttt U ^nnmtiliiU Stffift^ (0. 3 0g 

1 H-NMR (4 0 0MHz, CDCI3) ^3. 62 (2H, br s) , 
5. 33 (1 H, br s) , 6. 88 (2H, d, J = 8. 57Hz), 7. 

ffi!iEij#2 0 0 4 -3 0 5 4 3 
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18 (1H, s) , 7. 52 (2H, d, J=8. 57Hz), 7. 84 (1H 
, s) . 

10 0 9 2] 

2- (4 h D7i — ;u) -4, 5 - yk KDf7V'-;i/ 
[0 0 9 3] 
[ft 9 J 

[0 0 9 4] 

4-vT/-hn^>^f> (i. i 4 g ) i3j;^2-^;v*-7 4 h xf;vr^ > 
(8 7 4mg) <Dx~? (3 0ml) fc, l^t^^A 

(3. 1 9 g) £jox.ti AmmmmmmLtzo ^m^^Lxn^titzmm^ 

mm^)^ (3 0 0ml)T«U Tfc (1 5 0ml) 2 L*r 0 

^t>:ssxf;v= 4 : i~i : 1) k#u *eftg*r (5 5 0m g ) £ 

1H-NMR (4 0 0MHz, CDC1 3 ) 813. 50 (2H, t, J = 8. 

3Hz) , 4. 52 (2H, t, J = 8. 3Hz) , 7. 99 (2H, br d 
, J = 8. 8Hz), 8. 27 (2H, br d, J = 8. 8Hz). 
ESI -MS m/z:2 0 9 (M + H) + . 

[0 0 9 5] 
##M7 

4- (4, 5-ytKDf7V-;v-2->f;l/) 7j,-)UT$> 
[0 0 9 6] 
[<bl 0] 

[0 0 9 7] 
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2- (4-^fD7x^V) -4, (5 5 0mg) O 

x ^-« (2 0ml) ffif&^£ (8 6 3mg) & XW&itT 
A (7 0 6mg) SriJDx., iiSCtl 4mfflMWLtz 0 * hiiiit^ 
g*LT^*^>T«£ l F H U IKSBft^ (4 7 2mg) £ LTf#£: 

o 

1H-NMR (4 0 0MHz, CD 3 OD) 513. 43 (2H, t, J = 8. 
3Hz), 4. 35 (2H, t, J = 8. 3Hz), 6. 93 (2H, d, J = 
8. 8Hz) , 7. 66 (2H, d, J=8. 8Hz) . 
ES I -MS m/z : 1 7 8M + . 

[0 0 9 81 
##®I8 

3- (sJ-^MJ-V— /u- 5 —4 )V) -^^^>^f> 
[0 0 9 9] 
Mb 1 1 1 




[0 10 0] 

3--hn^>X7;VT*fc K (lOg) £J:t>*p- Ml^y;*^*^;^?-;!/ 
-f Vv7- K (12. 9 g) Z*?y-)ls (12 0ml) tiil, l?Si:t^: 

(11. 0g) fciJOAl. 5l*MJD«t««EL^o »«*S*Lfc^ 
Tic (3 0 0ml) fciDa.TittJMtU £*i£7jc, ^*-9->-«i#-L 
■caUBft-fr^ (8. 7 9 g) Ltftfc, 

1H-NMR (400 MHz, CDC 1 3 ) 517. 53 (1H, s) , 7. 6 
4 (1H, t, J = 7. 8Hz) , 7. 97 (1H, d, J = 7. 8Hz) , 8 
. 00 (1H, s) , 8. 20 (1H, d, J = l 0. 5Hz), 8. 52 (1 
H, b r s ) . 

FAB-MS m/z : 191 (M + H) + . 
[0 10 1] 
9 
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[0 10 2] 

Kb l 2 ] 




[0 10 3] 

3- (**^v*-;i/- 5 ->f /w) -hn^>-tf> (3. 5 6 g) 
(8 0ml) joi^m^-^-^ (8 0ml) KmML, 5%^7y-)A^| (1 

. 9 g) frioA, 7X^#h^;ti 5B#^^tzTtft#t^o tem*z&&, mm 
*s*u nbtifzm&z^^yvfcfrLmmkity!] (2. so g ) ^e^g 

1H-NMR (4 0 0MHz, CD.CI3) J:3. 77 (2H, br s) , 
6. 66 (1H, d, J = 7. 8Hz), 6. 98 (1H, br s) , 7. 0 
5 (1H, br d, J = 7. 9Hz) , 7. 20 (1H, t, J=8. 1Hz 
) , 7. 3 0 (1H, s) , 7. 88 (1H, s) . 
FAB-MS m/z 116 1 (M+H) +. 

[0 10 4] 
##M 1 0 

2- {-t^-^rV-)V- 5 ->f;v) -hn^^-lf> 
[0 10 5] 

Mti 3] 




[0 10 6] 

2--fn^>X7;i/ftK (lOg) fciCp-F^i^/u*^^ 
>fy->T-K (1 2. 9 g) (12 0ml) fcflpx., $t>^m# 

V^A (1 1. Og) 4riDx.T2l*MiHljft««EL7to * (3 0 0 

ml) fcJnx.TteJI'ffcS^ i*L*^c % ^-^ y -^•Ct5fe^LTf£*feL 

iRSB-fb^ (8. 5 5g) SrfefeSlfct LT#£ 0 
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1H-NMR (4 0 0MHz, CDCI3) ^ : 7. 41 (1H, s) , 7. 5 
5 (1H, ddd, J = l. 4Hz, 7. 9Hz, 7. 8Hz), 7. 67 (1 
H, ddd, J = l. 3Hz, 7. 9Hz, 7. 8Hz) , 7. 72 (1H, d 
d, J = l. 4Hz, 7. 8Hz) , 7. 86 ( 1 H, dd, J = l. 2Hz, 
8. 0Hz) , 7. 9 7 (1 H, s) . 
FAB-MS m/z : 191 (M + H) + . 
[0 10 7] 
1 1 

2- (**^V-;l'-5-'r;V) 7x^7^ 
[0 10 8] 
Utl 4] 

NHj 

[0 10 9] 

2- (*#-9-y*-;i— 5 --f ;v) -hn^>^f> (1. 0 1 g) <d^-^/-)V 
mm (3 0ml) C5%^7yWKl (5 0 0mg) Ztoz., 7jc^#ffl^T 1 

*7A 7 nvh^77^ (-s^r-9-^ : h>=i : 1) t c#u IgfBft^ 
(7 7 7mg) ^Iffe@#aT#/; 0 

1H-NMR (4 00 MHz, CDCI3) ^ : 4. 19 (2 H, br s), 
6. 78 (1H, d, J = 8. 3Hz), 6. 83 (1H, t, J = 10. 2H 
z) , 7. 18 (1H, t, J=8. 1Hz), 7. 31 (1H, s), 7. 4 
8 (1H, d, J=6. 6Hz) , 7. 9 5 (1H, s) . 

[0 110] 

1 2 

1- (4-ifD7i-;^ e^y*-;i/ 
[0 111] 



mtE# 2004-30543 



!&m 2003-094257 



[fb i 5 ] 

[0 112] 

4-^nn^ho^> ( 6 . 0 g) *3lV\><9*/-*, ( 2 5. 9g)£2 
1 Otfc-Ci»«fciMU 7 Hlfflfflt^LTto E(S**H*£^/l/ (4 0 0ml) t? 
#*U tK (1 0 0m 1 ) T'=®^L, 4a«m^ h 'J W«L/;, &ft 

^;v=i : l) k#u %h^tzmmn^r^\y (l oomi) nigfliu * 

(5ml) ^iD^T-Bjfe^LT*fffiL7tM H H H ^^L. *|Bft*4fe (4. 3 2 
g) fcltfeHflsfc LTfffce 

1H-NMR (4 0 0MHz, CDC1 3 ) 5:6. 56 (1H, br s), 
7. 80 (1H, s) , 7. 89 (2H, d, J = 9. OHz) , 8. 04 (l 

H, s) , 8. 3 5 (2H, d, J=8. 3Hz) . 

ESI -MS m/z : 1 9 0 (M+H) + . 
[0 113] 

##M 1 2 

4- (t 1 ?^-^-!-^^) 7x-^7?> 
[0 114] 
Mtl 6] 

[0 115] 

7jt^#B^C7\ 1- (4--hD7ir;i/) tfvV-^ (2. 9 1 g) ^«tz/ 
5%A7V7A^I (l. 4g) <D.x*y-,i^$[ (8 0ml) MfcT2 

^ D7 ^77^- (^s^-9-> :Mfcx?-/l/=l : 1) fcffrU aUBft-g-fc (2 
. 4 5g) «r*rt&«W«I«*fcLT#fc 0 

1 H-NMR (4 0 0MHz, CDC 1 3) $ : 3 . 73 (2H, br s) , 

ffiiE#2 004-3054312 
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6. 41 (1H, br s) , 6. 75 (2H, d, J = 8. 5Hz) , 7. 4 
4 (2H, d, J = 8. 5Hz), 7. 67 (1H, s), 7. 78 (1H, s 
) . 

[0 116] 

1 4 

4- (tf>; v>-3-^f ;v) -7^=-)VT^y 

[0 117] 
Wfcl 7] 




[0 118] 

T^=T>mkT. 4-7^7'n^>-if> (8 5 5mg) , fFyn^'J 
7x^«7r/^r/')A (6 7 2mg) , f ^T^-^Arn 
U* (9 3 7mg) . 7KBR<k*U (9 7 9mg) OTHFM (6 0ml) 
3-e'J^-^xf;Wf7> (1. 5 g) ^<ttf7X (lift) *m*., 14 
^Kin«fe««EL7to RJfcilfc**»Lfclk fESR^^ (3 0 0ml) "T?3frJRU 

tk (i oomi) x'~®m&Ltzo ^asBt^hy^A-ciaftLfe^ 

1 : l-ftgft^;V) K#U HfB-ffc^ (4 6 5mg) * LTt#£ 

o 

1 H-NMR (4 0 0MHz, CDC1 3 ) 5:3. 79 (2H, br s), 
6. 77 (2H, d, J = 6. 6Hz) , 7. 30 (1H, dd, J=4. 9 
and 7. 8Hz) , 7. 40 (2H, d, J = 6. 6Hz) , 7. 80 (1 
H, dd, J=3. 9Hz, 7. 9Hz) , 8. 50 (1H, d, J = 4. 7H 
z) , 8. 7 9 (1 H, s) . 
FAB-MS m/z : 171 (M + H) +. 
[0 119] 
1 5 

4- (kfV v>-3 -'Ol') 7x-;vtK7^> 
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[0 12 0] 
Utl 8] 

[0 12 1] 

4- (tfy^- 3 — f*) 7x^ 7 <> (2 14mg) fr» (4ml) 
fc-fctf* (2ml) fc#*U OmffiWtfV^ (95mg) <7>*j#& 
(2ml) *3 03*»tTiTFLfc. ^JilBfFWL^ *f b *x ( 
I I) (7 0 9mg) OttBtfeft (2ml) *Jn*, i S( ; T i W 

#Lfc. ElS«fc2 0 w t 'J * A*ii* V ftC U * 

Dn*W:^;-^9 : 1 (100ml) T»flJLfc 0 ft***.*- b y * 

(183mg) LT^Tto 
1H-NMR (4 0 0MH Z , C D C 1 3 ) a : 3 . 6 4 ( 2 H, b r s) , 
5. 31 (1H, br s) , 6. 93 (2H, d, J = 8. 9Hz) , 7. 3 
1 (1H, dd, J = 4. 9Hz, 7. 8Hz) , 7. 48 (2H, d, J = 8 
• 8Hz) , 7. 82 (1H, dd, J = l. 7Hz, 7. 9Hz) , 8. 51 
(1H, dd, J = l. 5Hz, 4. 9Hz) , 8. 81 (1H, d, J = 2 
4Hz) . 

ESI — M S m/ z : 1 8 6 (M+ H) + 
[0 12 2] 
1 6 

2- (4--hD 7 i-;v) [i, 3> 4 ] ^^^>r rv r_ ;l/ 
[0 12 3] 
Ml 9] 

[0 12 4] 

4-=hn*If»l:WK(5. 0 6 g) i^ffl»>yzf^ f 



.ffifEif$2 004-305431 



# m 2003-094257 



^-v: 59/ 



)v (1 o om 1 ) (om&wzm&mLT 2 immmwLtz 0 &ifcifi&w 
i*9;-Mzxnm&u Mmt&m u. 7 7 g ) *ntz 0 

1H-NMR (400 MHz, CDC 1 3 ) 8 : 8. 31 (2H, m) , 8. 4 
0 (2 H, m) , 8. 6 1 (1 H, s) . 

10 12 5] 
##0lJ 1 7 

4 - ( [1, 3, 4] t^ft^77-^-2-^l/) 7x-^7^ 
[0 12 6] 
Mb 2 0] 

[0 12 7] 

2- (4--hD7x^l/) - [l, 3, 4] t^ty*77-^ (4. 3 7g 
) , 5%Pd-C (2. 2g) (1 0 Om 1 ) -ffiRifA' (1 7 

5ml) f K#nx.s 7«fHtff8»IjcC#Lfe 0 ftfc«E*»*U »ifc£ttEEift 
*U ISSBffc^ (3. 5 3g) £ifg B B 0 14@#:t LTftfc. 
1H-NMR (400MHz, CDCI3) ^ :4. 0 8 (2H, br s), 
6. 74 (2H, d, J = 8. 3Hz) , 7. 87 (2H, d, J = 8. 5Hz 
) , 8. 3 6 (1 H, s) . 

[0 12 8] 
##00 18 

4- ( [1, 3, 4] tW7V-;v-2 — i )V) 7 xi^tK9^> 
[0 12 9] 
Mb 2 1] 

[0 13 0] 

4- ( [1, 3, 4] tW7V-;l/-2-^^) 7au-)\,T$> (0. 8 

ffigE#2 004-3054312 
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Ig) **ttft (7. 5ml) *J:oyc (3. 8ml) iz®®U **T, W® 
WU-h>)*7A (4 1 4mg) <D*»itL (3ml) fcjlTLfc. 3 0#O&fe 
^X~*«7 (2. 7 1 g) OBttBfflft (5ml) fcJnx., MtCT2Bm 
«#Lfc 0 KStomzTi^e-T*. (2 8%) «r*Dx.rr^*»;tt*cu >nn* 
*a : *?y-)p =1 o : i tan*.**, *906aLfc 0 i^tu^ 

*WtF^Atft»U ***«*U MUte* (6 lmg) *i£<feg|#: 

1H-NMR (4 0 0MHz, CD 3 OD) a 16. 94 (2H, d, J = 9. 
0Hz) , 7. 83 (2H, d, J=9. 0Hz) , 8. 85 (1H, s) . 

[0 13 1] 
##M 1 9 

2-^f-;u- 5 _ (4-zhn 7 x^) [l, 3, 4] **w r >S-fr 
[0 13 2] 
Hfc2 2] 

[0 13 3] 

4--hn^,i,#$fc K (5 04g) t^-^M^ggj,,;^;^^^ 

* (1 0 Om 1 ) Oft^*jbnftS%T2 4B#TO#L7t 0 **pfk Kftftg-ft 

4. 2 8 g) £^,r H M>fc<h LT#£ 0 

iH-NMR (4 00 MHz, CDC 1 3 ) <S : 2 . 68 (3H, s), 8. 2 
3 (2H, d, J = 8. 5Hz) , 8. 37 (2H, d, J = 8 . 5Hz) , 8 

• 6 1 (1H, s) . 

[0 13 4] 
###!) 2 0 

4- (5-**-*[l.- 3, 4] 7x^7^ 
[0 13 5] 
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lit 2 3] 




[0 13 6] 

2-^;i/-5- (4--fn7xz;i/) [i, 3, 4] Hr*'WTV-A> ( 
4. 1 1 g) 5%P d-C (2. 1 g) *.x*y-;v (10 0ml) 
)V (2 0 0ml) *fcJn*., 7B*W«E»tt«*fc#Lfco tt#*at*U 
*«ffi«*lSU IRSBft^fe (3. 4 3g) SriftllteBfl;*: LT#£ 0 
1H-NMR (4 00 MHz, CDC 1 3 ) 5:2. 57 (3H, s), 7. 0 
3 (2H, br s) , 6. 72 (2H, d, J=8. 6Hz) , 7. 81 (2 
H, d, J = 8. 6Hz) . 

[0 13 7] 
###0 2 1 

4- (5-*** [1, 3, 4] tHv7y-^-2-^V) 7x^KK9 



[0 13 8] 
Mfc2 4] 




[0 13 9] 

4- (5-*^;P [1, 3, 4] tW7/-;V-2-^l/) 7x-^75 
> (0. 8 8 g) frftBOR (7. 5ml) fcjtfjjc (3. 8ml) £»#U 7R 
*frT\ 3EW»^hy«>A (4 1 4mg) (DimW. (3ml) iijTLfc, 30^ 
^ aMfc*X-*»* (2. 7 1 g) ©ItMI (5ml) *JniL, £ft 
£T 2B#TO#t7t 0 SJ©«tCT^*-T* (2 8%) &3j[];LTT;v#>;'ttKL 

, ^dd^a : ;-)v= 10:1 *mk.tz'ik, vzi&Ltzo mm<o 

*mm*M*mSk1-hV*J*'CtiML, #«t*9*L, ^fiMb^ (6 5 9mg 
iH-NMR (400 MHz, CDC l 3 ) 5:2. 58 (3H, s), 3. 6 

ffifE^ 2004-3054312 
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7 (2H, br s) , 5. 53 (1H, br s), 6. 89 (2H, d, J 
= 9. 0Hz) , 7. 88 (2H, d, J = 9. OHz). 

[0 14 0] 
#%#IJ 2 2 

[0 14 1] 
[ft 2 5] 




[0 14 2] 

4--hn^>X>7-K (4. 44g) , Kn# v;vr 5 >«fflfctt[ ( 6 . 
2 5 g) <7)p< (3 0 0ml) ftjfttljitafe* ij *A (12. 4 4 g) 

msMfc-vm&u > v * AT'&mLtzo mmzmmr, %3;L'&htitz 

4. 8 0g) ittfittHfri: LT#jt, 

1 H-NMR (400 MHz, DMSO-d 6 ) $ : 6. 06 (2H, s), 7 
. 94 (2H, d, J = 9. OHz) , 8. 22 (2H, d, J=9. OHz) 
, 10. 13 (1 H, s) . 

[0 14 3] 
##M 2 3 

5-*^;i/-3- (4--bD7x^;i/) [l, 2, 4] t^ft^7'/-/P 
[0 14 4] 
Mb 2 6] 




[0 14 5] 



aj|E# 2004-3054312 



2003-094257 



N-fcKn^>- 4 -^n^>X7^> (l. 0 g) tmm*® (3 0 
*IBft*4& (6 9 0mg) Zfa&ftimfat LT#^ 0 

1H-NMR (4 0 0MHz, CDC 1 3 ) <* : 2 . 7 0 (3H, s) , 8. 1 
8-8. 4 0 (4H, m) . 

[0 14 6] 
###J 2 4 

3- (4--bn 7 x^) [i, 2 , 4] fr^M^T:/-* 
[0 14 7] 
[it 2 7] 

[0 14 8] 

N-kKo^y- 4 --fn^>X7v^ (1. 0 g) fct^h^hyi 
(2 0ml) ^t$-JoiMT2 4^FWLfc 0 *MK g 
* ttEETftJt L# <b * 5> -f V r n fcf *.x. - x ;k x^-^t 
ft**,.**, «g»U *Kft*<» (5 2 0mg) *f**ttH#* LT#fc 0 
iH-NMR (4 0 0MHz, CDC 1 3 ) «j : 8 . 2 8-8. 4 5 (4H, m 
) , 8. 8 5 (1 H, s) . 

[0 14 9] 
##M2 5 

4- (5-*** [1, 2 , 4] ***5>TV-/l/-3--r*) 7*=*T3> 
[0 15 0] 



ffitE#2 004-3054312 



mm 2003-094257 



^-v*! 64/ 



Mb 2 8] 




[0151] 

S-JJ-fr- 3- (4--bn7x-;v) [1, 2, 4] tHv7/-;i/ ( 
6 0 Omg) , j&4kT>*-VJ* (7 8 1 mg) 0> 9 S-)VTfeWL (4 0ml) 

(i. 9 1 g) £#nx., fln&*atT\ m*w«M^L^ 0 R^stR-fr 

8*i*EET\ ^^^Ki^fe^^ (4 8 lmg) fc&HteHftfc It 

1H-NMR (400 MHz, CDC 1 3 ) * : 2. 62 (3H, s), 3. 9 
4 (2H, br s), 6. 73 (2H, d, J = 8. 5 Hz) , 7. 85 (2 
H, d, J = 8. 7 H z ) . 
[0 15 2] 
2 6 

4- ( [1, 2, 4] *W7 , /-^-3-'f^) 7x-;vrr/ 
[0 15 3] 
Mb 2 9] 

[0 15 4] 

3- (4--f07x^) [1, 2, 4] t^yT7-;V (4 3 Omg) 
, itlbT^-^A (6 0 2mg) <7>* ? S-)UmWL (4 0ml) £3Efi& (1. 

4 7g) *inx., in«taaET, immwmLtz 0 &m&. mj&&&m*m&.Tm. 
ffiL&b*Ltznmfc®%Qmmfrmi- v v mttri'yzmx.fz^ 



tbSE#2 004-30543 12 



mm 2 0 0 3-0 9 4 2 5 7 ^- v : 65/ 

(3 4 4mg) ZftiMi&mfct LTftfco 
1H-NMR (400 MHz, CDC1 3 ) £ : 3. 98 (2H, br s) , 
6. 74 (2H, d, J = 8. 3Hz) , 7. 91 (2H, d, J=8. 3Hz 
) , 8. 6 6 ( 1 H, s) . 
[0 15 5] 
2 7 

4- (5-^^;V [1, 2, 4] tW77-JV-3-'f^ 7x-/H:K5 
[0 15 6] 

Mb 3 0] 




[0 15 7] 

4- (5-^^;V [1, 2, 4] tW7V-;v-3-^^) 7x-;V7^ 
> ( 4 8 0 m g) * iftd^gfe ( 6 . 0 m 1 ) & X Tfft. ( 3 . 0ml) izfeffl U ?X 
i%T> 3Ei8BH-H;*A (2 2 7mg) 2 m 1 ) *MTLtz 0 4 0^ 

^t^xziTKfD^ (1. 4 8 g ) nmxamwL (3m n *jn;U 

KT2l$WMt#Lfco RJ&ftfcT^-TTR (2 8%) *tot-X T V ttfc L 
, ;nn*K : ^^y-;i,= 1 0 : 1 Srinx.?t^ h5«L;fco fcifco 

^■^SritTfc^m^hU^A-e^t^ U Ufaib^tf (4 5 2mg 

) zn&mtet Lxmz 0 

iH-NMR (400 MHz, CDC 1 3 ) $12. 62 (3H, s), 3. 6 
5 (2H, br s) , 5. 44 (1H, br s) , 6. 88 (2H, d, J 
= 9. 0Hz) , 7. 93 (2H, d, J = 9. OHz) . 

[0 15 8] 
###12 8 

4- ( [1, 2, 4] tW7 , /-;V-3-'(;l') K?y> 
[0 15 9] 



ffifE# 2004-3054312 



<Wm 2003-094257 



^— 66/ 



[ft 3 1] 




[0 16 0] 

4- ([1, 2, 4] t^ty77-^-3-^v) 7x-;i/7^ (2 8 7 
mg) *Wmm (6. 0ml) fciU^ (3. 0ml) fci&fl?U Tik^T. 3EW 
Bt^hU^A (148mg) (2ml) SrStTL^o 40^11 

ft^X- 7 Xfnt/ (9 6 3mg) OflHUtigfflC (2ml) £}jD;i> 
«#Lfc 0 M&$lK7>^-T7K (28%) SrUDx-TT^^UttHU *nn* 
: ^^y-;v=i 0 : i *Jn*.fc&, -fe?>f hz>MLtz 0 mmo^mmzm 

*Wfcf-h';^At»«g*U U «SBffc^ (2 2 Omg) £3frfe@ 

iH-NMR (400 MHz, CDC1 3 ) 5:3. 66 (2 H, br s) , 
5. 48 (1H, br s) , 6. 90 (2H, d, J=8. 3Hz) , 7. 9 
8 (2H, d, J=8. 3Hz) , 8. 68 (1H, s) . 

[0 16 1] 
###!I2 9 

N- (4-^f;K^y^f;v7x-;v) r-fe^^K 

[0 16 2] 
[it 3 2] 




[0 16 3] 

4 -*;K;l/7xz;V7-b^ 5 K (1. 6 3 g) <D^? (3 0ml) m 

«t^W5>*»* (4 0%, l. 24g) *JDit, «-M&*JD«fc«aETl 

iNx.*:* }&«4r«EET\ ®*L«IBft^ (1. 7 7g) ^^ H B H ft@#t LTt# 
tz 0 



thlE#2 004-3054312 



2003-094257 



^-v: 67/ 



1 H-NMR (400MHz, DMSO-d 6) $ : 2. 06 (3H, s) , 3 
. 39 (3H, d, J = 1 . 5Hz), 7. 64 (4H, s), 8. 24 (1H 
, d, J = 1. 5Hz) , 10. 10 (1 H, s) . 

[0 16 4] 
###U 3 0 

N- [4- (3-^f;v-3H-'f5^/-;i'-4-'f;u) 7z-;v] y-fe?^ 
K 

[0 16 5] 
[ft 3 3] 

[0 16 6] 

N- (4 >f 5 S *^-)Vy T-b* 2 0 g) > 

V^A (1. 88g) ©^^y-;vll (40ml) kz p - h - ;v 

^HV>7-K (2. 6 6g) fciD^iniltfNfET. 2B#[«#L*: Q p- h 
;vx>w^;Mf;KVy7-K(l. 3 3 g) fcira&S MiiD»«aET\ 

U ffiSBft^ (8 0 4mg) *f§Htt@#fc fOl^o 

1 H-NMR (400 MHz, CDC 1 3 ) 8 \ 2. 21 (3H, s), 3. 6 
5 (3H, s) , 7. 06 (1H, s), 7. 32 (2H, d, J=8. 5Hz 
) , 7. 51 (1H, s) , 7. 63 (2H, d, J=8. 5Hz) , 8. 56 
(1 H, b r s) . 
[0 16 7] 
###!3 1 

4- (3-^f^-3H-^f^y-;i/-4-^;i/) 7x^75^ 
[0 16 8] 

miE# 2004-3054312 



#M2 003-094257 



^-v: 68/ 



Hfc3 4) 




l 



[0 16 9] 

N- [4- (3->f^-3H-^r/-;i'-4-'f;v) r-fe* 

5 K (708mg) (DBMS 0$#$ (20ml) C2 0 %^M'fbf- h U * A7.tof 
$£iP;i, 1 2 0rKT2B#TO#L7t o ftifcP^ Rtfcifc£«JEET\ liLH^ 

ntzmm^TkzmiL, ^Dn^MtiiUL^ ^^^Tk-e^^ ^m^-b 

^ f&J&U ^IB^^ (4 8 0mg) Zftkik&mfat LXn?z 0 
1 H-NMR (400 MHz, CDC 1 3 ) £13. 61 (3H, s), 3. 8 
0 (2H, br s) , 6. 73 (2H, d, J = 8. 1Hz) , 6. 99 (1 
H, s) , 7. 16 (2H, d, J = 8. 1Hz) , 7. 46 ( 1 H, br s 
) . 

[0 17 0] 

3 2 

4- (3-^f;v-3H-^f^v-;>-4-^f;v) 7x-;vtK7v> 
[0 17 1] 
Mt3 5] 

V 

[0 17 2] 

4- (3-^f^-3H-^f^r/-;v-4-^;V) 7x-^7^ > (4 3 0 
mg) ZmMM (4. 0ml) > * (2. 0m 1 ) iSitTTHF (2. 0ml) 
KflWfcU zfci$T\ 3EWBH- h V *A (2 0 6mg) ^tK^ (2ml) £fitjT 
L£ 0 4 0 7>m^> ^-fb^Xzi7{c#n^ (1. 3 4g) (3ml) 
£flP;i> M^^T2BfTO#L/io S^tCT>^-T7K (2 8%) ^JPx.TT 



tagE# 2004-3054312 



<&m 2003-094257 



^-v: 69/ 



(2 8 9mg) zn&mtetLTntzo 

1 H-NMR (4 0 OMHz, CDC 1 3) $13. 24 (2H, br s) , 
3. 62 (3H, s) , 5. 34 (1H, br s) , 6. 88 (2H, d, J 
= 8. 8Hz), 7. 01 (1H, s) , 7. 24 (2H, d, J=8. 8Hz 
) , 7. 4 7 (1 H, s) . 
[0 17 3] 
3 3 

[0 17 4] 



[0 17 5] 

N-kKn^v-4--hn^X75^> (1. 0 g) . tfVv^ (0. 6 
7m 1 ) (Dmt^f-Vy (10ml) — TH F (10ml) »ifcfc*ifrT\ *n 
ugmt^fr (0. 47ml) £}JD^ 1 7B#^^L^ 0 Mfl? 

fcS*x^/l,.i.-x/K * * y-;i^i5fei§M^ 16* U SRSBft^ (9 7 9mg) 

1 H-NMR (400 MHz, DMSO-d 6 ) S : 3. 79 (3H, s), 7 
. 12 (2H, br s) , 7. 96 (2H, d, J = 9. OHz), 8. 30 
(2H, d, J=8. 8Hz) . 
[0 17 6] 
###!!3 4 

3- (4--fn7x-;i/) -4H- [1, 2, 4] tW7VHl<-5-t 



[ft 3 6] 




miE# 2004-3054312 



#M 2003-094257 ^- i? : 70/ 



[0 17 7] 
[ft 3 7] 




[0 17 8] 

N— b + y*;V^;V) t + y-4--Fn^>X7v>'> (0. 89g 
) <Dbfys» (3 0ml) iI$:»T, 7l$Rin&««£L;fco #*P&, 

^feiO'^Jtf-^j.-x^-ctt^ <©ftU HIBft-frW (7 1 5mg) &fthl 

iH-NMR (4 0 0MHz, DMSO-d 6 ) £ : 8 . 07 (2H, d, J = 
9. 0Hz), 8. 43 (2H, d, J = 9. 0Hz), 13. 28 (1H, s 
) . 

[0 17 9] 

###J 3 5 

4-^f-;v-3- (4--fn7x-;l.) -4H- [1, 2, 4] tnyTV 

[0 18 0] 
lit 3 8] 




[0 18 1] 

3- (4-^hD7x-;V) -4H- [1, 2, 4] 

(0. 2 8 g) ODMF (1 0ml) mmzikftT. * A (6 

0% in paraffin liquid, 79mg) £2jDx.. ^Str 2 0 
frmm&Lfco EU&m4rttK3V{t**A' (2 8 0mg) £2ft#T\ imz-fzfe. 



mSE#2 004-3054312 



&m 2003-094257 ^-v' 

&m (2 0 8mg) *&&&m&t Lxntz 0 

1H-NMR (4 0 0MHz, CDC 1 3 ) a 13. 39 (3H, s) , 7. 8 
7 (2H, d, J=8. 5Hz) , 8. 44 (2H, d, J=8. 3Hz) . 
[0 18 2] 

##M3 6 

4- (4-*7-;u-5-**v-4, 5-ytKn [1, 2, 4] t^y7>/ 

[0 18 3] 
[ft3 9] 




[0 18 4] 

4-p^;V-3- (4--fD7x^) -4H- [1, 2, 4] 
V*-^-5-^> (1 5 4mg) , ^tT>^-^A (186mg) 

(20ml) fclEft* (4 5 5mg) £;>JD;L, ftfeSttT, 1B#TO#L 

^K**^h';^A^«4rJnix.fe 0 ^nn*M-^y-;i- (10 : 1) 

» (118mg) «r*§£teH#fc LT#£ 0 

iH-NMR (4 0 0 MHz, CDC 1 3) <J : 3 . 3 2 (3H, s) , 4. 0 
8 (2H, br s) , 6. 76 (2H, d, J=8. 5Hz) , 7. 40 (2 

H, d, J = 8. 5Hz) . 
[0 18 5] 

###13 7 

4- (4-^;i— 5-**v- 4 , 5-vtKo [l, 2, 4] *WT'/ 
[0 18 6] 



miE# 2004-30543 



2003-094257 



72/ 



[it A 0] 




I 



[0 18 7] 

4- (4-^^;W- 5-^-^rV-4, 5-yfcKn [1, 2, 4] 
V*-)U-3-4 )V) -7^=.)VT^y (1 0 Omg) Zm&m (2. Om 1 ) , 7jc 
(2. Oml) Kj#fl|U tK^T> RffiWii-hWA (43mg) OtMM (1 
ml) itffiTLtio 4 0 7>m#m. m^X-7Xfn% (2 8 2mg) <Dm&m$ 
foil. 5ml) Srflpx., gffiKT2H#|BI«#L;fco KJS&tttC T>*-T* (2 
8%) 4riDx.TT;V7> U ^nn,i>;i/A : > ^y-;v= i o I 1 SrSnx.*: 
Ik *7^f h^jiLTto ££fcMfcg<*- h U -7A«U 

*U WIBft** (5 3mg) fcefittBtftLmfco 
iH-NMR (4 00MHz, CDC 1 3-CD3OD) S I 3. 33 (3H, 
s) , 6. 94 (2H, d, J = 8. 5Hz) , 7. 46 (2H, d, J = 8. 
8 Hz) . 

[0 18 8] 
##M3 8 

(E) -5- [2- (4--fn7x^v) kf— ;i/J * *c*yy— )V 
[0 18 9] 

Mb 4 1] 




[0 19 0] 

4 hufe&TfrTK K (5 9 Omg) & J: p - h )V3L> X)V*-)V * f- 
>W 777- K (6 5 Omg) £.**y-;ix (4 0ml) fci&JfcU MiRKT^ 

(5 5 3mg) SrJnx.1. 5 ftfflftl&SSIt Ltz a mM*^ Ltz'ik, 
* (3 0 0ml) SriDx.. Sf^^T»«lffi Lfc«, *«WSSr^ feftAJfcfcTife 



fcBIE#2 004-3054312 



#M 2003-094257 



^*7A^D7i>^77 ^t:t^llSL, n — : w^m.^^= l : 
l»ffi«U9»fc$ra**BEifc»U «fiE<b^ (3 9 4mg) &«&Attg|?gW 

1 H-NMR (400 MHz, CDC 1 3 ) S : 7. 07 (1H, d, J = 1 6 
. 4Hz), 7. 15 (1H, d, J = l 6. 4Hz), 7. 20 (1H, s) 
, 7. 61 (1H, d, J = 8. 8Hz), 7. 91 (1H, s), 8. 23 ( 
2H, d, J = 8. 8Hz) . 
[0 19 1] 
3 9 

(E) -4 - [2- {**^rV-)V- 5-4 )V) Vf-;V] 7i^;i/7^ 
[0 19 2] 
WIS 4 2] 




[0 19 3] 

(E) -5- [2- (4--hn7x-^) fcf-;v] (3 6 4m 

g) > %LitT>*:-yA (4 4 9mg) (5 0ml) fr3j£#&;fc 

(1. 1 0 g) £flD;i> inff&*isfLT\ 3 0^Jf#L£ o i%*PtlL 

?j££#nx.£o ^onm-^;-;v (10: 1) "CjfttB t, 

i««J±T\ HIBft^® (3 1 4mg) 

1 H-NMR (400 MHz, DMSO-d 6 ) a : 5. 41 (2H, s), 6 
. 55 (2H, d, J=8. 3Hz) , 6. 80 (1H, d, J = 16. 4Hz 
), 6. 91 (1H, d, J = 16. 4Hz) , 7. 09 (1H, s), 7. 2 
6 (2H, d, J=8. 3Hz) , 8. 2 7 (1H, s) . 
[0 19 4] 
4 0 

(E) -4- [2- (**-9-V-;U- 5->f/l/) If-*] 7x^K7^ 



ffiffiE# 2004-30543 



#12003-094257 



74/ 



[0 19 5] 
[ft 4 3] 



[0 19 6] 

(E) -4- [2- (^-^-9-v*-;v-5-^;l/) 7x^rr/ (2 

2 0mg) (4. 0ml) , tK (2. 0ml) Joi^THF (2. 0m 

1) KfcttlU MTs WffiWtl-YVVA (98mg) (2ml) £i8 

TLfco 4 OMWi ifrfb^XZUflcft® (6 3 9mg) ^iftmH^% (2ml 
) SrJDx., MfcT2B#IW«82Lfco EJ&jKfcT^-T* (2 8%) £Jqx.T 
7^*Vtti:U ?nD*^ : ^/- ;l , = i 0 : l fcHD*.fcflL -fe^ 

ml/co atfto wot h v *A-e*a&u u usaffrg- 

(17 8mg) SrltfiteHflcfc LTf*fc 0 
1 H-NMR (4 0 0MHz, CDC 1 3) $13. 60 (2H, br s), 
5. 3 1 (1 H, b r s) , 6. 74 (1H, d, J = 16. 4Hz) , 6. 
81 (2H, d, J = 8. 3 Hz) , 6. 99 (1H, s), 7. 02 (1H, 
d, J = 16. 4Hz), 7. 37 (2H, d, J = 8. 5Hz), 7. 80 ( 
1H, s) . 

[0 19 7] 
##M4 1 

2- (4-^l>n7x-;v) 2-a] tfUv> 

[0 19 8] 
[ft 4 4] 



[0 19 9] 

2-yu^e—i— (4 — — h o 7 jc^;w) x^;> (1. 2 2 g) <7)7-fe h > 
(3 0ml) i^:2-7^lf'J^/ (4 7 1mg) «r*Dx.«#T, 6NfW1jd 




taSE# 2004-3054312 



iff m 2003-094257 



^-v: 75/ 



ffe, *8fcU «fB<fc#«» (7 7 0mg) **NH4Bfri: LT#fc 0 
1H-NMR (4 0 0MHz, CDC 1 3-CD3OD) * : 6 . 70 (1H, 
t, J = 6. 8Hz), 7. 29 (1 H, t, J = 6. 8 Hz) , 7. 64 (1 
H, d, J=9. 3Hz) , 8. 06 (1H, s) , 8. 09 (2H, d, J = 
8. 3Hz), 8. 21 (1H, d, J = 6. 8Hz), 8. 30 (2H, d, 
J=8. 3Hz) . 

[0 2 0 0] 
##W4 2 

4- (^5^/ [1, 2-a] t: 0 '; v>- 2 -^f;v) 7x-;i/7^>feiU f 
[0 2 0 1] 



[0 2 0 2] 

4- (5, 6, 7, 8-f h5MKn^5^/ [1, 2-a] lf'Jy>-2- 

[0 2 0 3] 
Mb 4 6] 



[0 2 0 4] 

2- (4 -- fH7x^) [1, 2 -a] tfVv^ (7 4 0mg) 

60^^y-;V (150ml) — T H F (150ml) »5%P d-C (3 7 
Omg) SrflDx., 5 B#HWffi»»«7GKfj- L£ 0 ftkft£tt£ U gftfrWEiftlig 

n^A:^y-;v=io: 1 i&fflSBJ: 0&fc&«te#iifc«EEiftiliau 4- 
(>fS?V[l, 2-a] try V>-2 -J )V) 7x^7^> (4 3 9mg) 
SrigSttH^i: LT#> »ffitt#IB£ftKJEiftilBU 4 - (5, 6, 7, 8-fb 
^A^Kn^f = [1, 2-a] k? 'J - 2 -4 ^) 7x^7^/ (18 



Hfc4 5] 





ffigE# 2004-30543 12 



!&m 2003-094257 



^-v: 76/ 



5mg) Z&ik&mikt Lxntz 0 
[0 2 0 5] 

4- U^'/ [1, 2 -a] k t 'Jy>-2-'f;i/) 7i-;VT5>-: 
1 H-NMR (400 MH z, DMSO-d 6 ) d : 5. 21(2 H, br s 
) , 6. 61 (2H, m) , 6. 81 (1H, m) , 7 . 1 6 (1H, m) , 7 
. 48 (1H, dd, J = 9. 0Hz, 0. 5Hz) , 7. 62 (2H, m) , 
8. 11 (1H, d, J = 0. 8Hz), 8. 44 (1H, d, J=6. 8Hz 
) . 

[0 2 0 6] 

4- (5, 6, 7, 8-ff7MKn^f^v' [1, 2-a]tfUv>-2- 

1 H-NMR (4 00MHz, CDC1 3 ) * : 1. 90-2. 00 (4 H, m 
),2. 9 1 (2H, t, J =6. 3Hz), 3. 62 (2 H, br s) , 3 
. 95 (2H, t, J = 5. 7Hz), 6. 68 (2H, d, J = 8. 5Hz) 
, 6. 91 (1H, s) , 7. 53 (2H, d, J = 8. 5Hz) . 
[0 2 0 7] 
4 3 

4- ("TS^VU, 2-a] fcf'j v>-2 --f;i/) 7x-;HiK7y> 
[0 2 0 8] 



[0 2 0 9] 

4- K^7[l f 2-a] kfV^^-2-^^) 7x^7^ > (17 0 
m g) Srjt^m (4. Oml). tK (2. Oml) &<fc t^THF (4. Oml) 
fc*#U tK^T, !E5g^h i ;^A (6 7mg) (D^mWL (2ml) fcflSTL 
fco 4 0^im &ik*X—7kmW (4 3 9mg) Ojg^^TS (2ml) £ 
JJDx.> £SKT3B#W8H$Lfco RjfcfcfcT>*-T*. (2 8%) ZMtLXT )V 
#VttKU *nn*;vA : j**y-^=i 0 : 1 *Jn£fe^ -t^W h ZML 



lit 4 7} 




tBSE# 2004-3054312 



#M 2 0 0 3-0 9 4 2 5 7 ^-v : 77/ 

18 0mg) **NI14B#fc LmtZo 

1 H-NMR (400 MHz, CDC 1 3 ) d : 3. 60 (2H, br s) , 
5. 30 (1H, br s), 6. 74 (1H, t, J = 7. 4 Hz) , 6. 8 
8 (2H, d, J=8. 3Hz) , 7. 13 (1H, t, J = 7. 9Hz) , 7 
. 59 (1H, d, J = 9. 3Hz) , 7. 75 ( 1 H, s) , 7. 84 (2H 
, d, J = 8. 3Hz), 8. 08 (1H, d, J = 6. 1Hz). 

[0 2 10] 
###1) 4 4 

4- (5, 6, 7, 8-x Kn^f ^T/ [1, 2-a] fcT'j^>-2- 

<f;v) 7i^;vt v> 
[0 2 11] 
[ft 4 8] 




[0 2 12] 

4- (5, 6, 7, 8—t f7M Kn>f ^ [1, 2-a] \£Vi?>-2 
7x^7^ (1 3 3mg) fc&ti&gg (4. 0ml), #. (2. 0m 

1) kaijsu 7ic<tT\ aa&iBtf- mj a (5 2m g ) otK?m (2mi) 

TL/Co 4 0Mm ^fcXX-TKfn^ (3 3 6mg) (DWkMmmtiL (2ml 

) *unx., ^ia^T2WFraat#L^o i«r>*^77X (2 8%) fcinx-T 

(12 7mg) **NlttB#fc LT&fco 
1 H-NMR (400 MHz, CDC 1 3 ) * : 1. 94-2. 00 (4H, m 
), 2. 93 (2H, t, J=6. 2Hz) , 3. 96 (2H, t, J = 5. 8 
Hz) , 5. 17 (1H, m) , 6. 81 (2H, d, J=8. 3Hz) , 6. 
95 (1H, s) , 7. 62 (2H, d, J = 8. 3Hz) . 
[0 2 13] 



aj|E#2 004-3054312 
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^-V: 78/ 



4 5 

4- (6-^fM>7f7V'-;l/-2-^l/) 7x^;H:K7v> 
[0 2 14] 
lit A 9] 

[0 2 15] 

2- (4-7^7x^;l/) -6-^f;^>v'f7V*-;V (l. 2 5 g) 
IS (8ml) fei^ (4ml) fc#J*U OtCTMtF'J^ (3 9 
5mg) OTK^rS (4ml) £ 3 05WtT?STL;fco Riaot t 2 
fcfk &ft*X (I I) ~7,M» (2. 9 3g) <Dimmm (4m 1) fcJn*., 

isct i i$iaj«# Lfco s/fc^c 2 o w t %7jt$Kt# u A*$g$ft&inx.T r 

^fcVtefcU 7on*ji/A : ^ *y-;v= 9 : 1 (3 0 0ml) T*fflffiL£ 0 

*T?«i»U aiSB-ffc^ (6 2 lmg) £3Mi£,@#£: LT#£ 0 
1 H-NMR (400 MHz, DMSO-d 6 ) S '. 2 . 41 (3H, s) , 4 
. 18 (2H, s) , 6. 85 (2H, d, J = 8. 8Hz), 7. 25 (1H 
, d, J = 8. 3Hz), 7. 4 5 (1H, s) , 7. 7 7 (4H, m) . 
ESI -MS m/z 12 5 6 (M+H) +. 

[0 2 16] 
###U4 6 

6—3 — K— 2 - (4--fn7x^v) 4 5*V[l f 2 -a] tfUv> 
[0 2 17] 
[it 5 0] 

[0 2 18] 

2 -7'n^- 1 - (4 Fn7xzjv) .x?y> (4. 8 5 g) ££0*2- 
T^y-5-3-KtfV v> (4. 3 8 g) £T-teh> (80ml) fcj£#U 
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79/ 



7 ox:\zx3mmtm i mm.\^tz 0 ^m^mm^K (soomi) Kfrgmm. 

TJWZXWifrU WRIkitm (6. 4 0g) tife@#at#f: 0 
iH-NMR (400 MHz, DMSO-d 6 ) <5 : 7 . 47 (2H, s) , 8 
. 20 (2H, d, J = 9. OHz) , 8. 29 (2H, d, J=9. 0Hz) 
, 8. 5 3 (1 H, s) , 8. 9 5 (1 H, s) . 
ESI-MS m/z:3 6 6 (M+H) + . 

[0 2 19] 
###0 4 7 

4- (6-3->M^7 [1, 2-a] v-^- 2 -^;v) 7x^;P7r/ 
[0 2 2 0] 
[tt5 1] 

[0 2 2 1] 

6-3-K-2- (4--bD7x^) >f5^/ [1, 2-a] k'Vv'> ( 
6. 3 0 g) £THF (10ml) fc»J!IU JMfc* Xr*jfil» (19. 5 g) 
£*D;i8 0lCHT3B#r«^M»fLt^o ^^fcT*«#«>THF*ff*Lfc 
fc, l^mWTK (3 0 0ml) iJiOWm^^ (3 0 0ml) *inx.fco *7 

4 ^ £*$ts ^itTK^m^ h y a -ess* lm^s*it, 7 9 * -> * 

^) K#U #^tL^@^*v^^;i/i-T-;v-e?5fe?#-L.> TOft^ (3. 
1 2 g) £3t»'fe@fl5:fc Lt#f:, 

!H-NMR (4 0 0 MHz, DMSO-d 6 ) 8 15. 25 (2 H, br s 
), 6. 59 (2H, d, J = 8. 3Hz), 7. 33 (2H, s), 7. 59 
(2H, d, J = 8. 3Hz) , 8. 03 ( 1 H, s) , 8. 81 (1H, s) 

• 

E S I -MS m/z : 3 3 6 (M+H) + . 
[0 2 2 2] 

mSE# 2004-3054312 
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v : 80/ 



4 8 

4- [1, 2-a] feTy 2 --f 7x^vtK7 

[0 2 2 3] 
[<b5 2] 

[0 2 2 4] 

4- (6-3-K-f5r/[l, 2-a] e'jy>-2--f;V) 7x^7^ 
> (1. 4 8 g) «r^m (12ml) &J:t>*7K (24ml) Kj§$?U OtJfc 
TligSSth'^A (3 6 6mg) OtK«F»[ (6ml) £^o< t)ffiTLtz 0 3 
0#«*Nfe % 8tffc*X-*ft]!» (2. OOg) commute (3ml) fctnix., 
^ffl^r— I^W#H$L^o Kfcm~2 8%7> ; e-7^JDx.t7WJtCL 
, 7nD*M : ^/-;v= 9 : i (5 0 0ml) £Jn;L«fe7>f h5ILfc. 

;l/x-f;K«t> ^fBlfc^ (5 9 5mg) £firfe@#;£: LX%fz 0 
1H-NMR (4 0 0MHz, DMSO-d 6 ) S13. 32 ('2 H, br s 
) , 4. 6 9 (1 H, b r s) , 6. 62 (2H, d, J = 8. 6Hz) , 7 
. 35 (2H, s) , 7. 69 (2H, d, J = 8. 6Hz), 8. 08 (1H 
, s), 8. 83 (1H, s). 
ESI -MS m/z:351 (M+H) + . 
[0 2 2 5] 
4 9 

N- (2-kKn^yxf;v) -4-— hn^>XT^K 
[0 2 2 6] 
Mb 5 3] 




[0 2 2 7] 
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(1 . 97g) ^. THF (20ml) t -^ u QViz 
T4--fn^^^ DU K (5. 9 9g) OTHF (2 0ml) ffifttffi 

t l^o iwi?a^T i mmmtm, mnmw* ( 1 o o m 1 ) ^m^rm^zx 1 
mmwtfzo ?on^A (loomi) -eznu^tts u mymwu- h v A 

•CfcfcLfco ^^ilx^-KTOU ^12^^ (2. 2 6g) * 

!H-NMR (4 0 0MHz, CD 3 OD) 8 \ 3. 3 1 (1H, b r s) , 
3. 53 (2H, t, J = 5. 9H Z ) , 3. 72 (2H, t, J = 5. 9Hz 
) , 8. 03 (2H, d, J = 9. 0Hz) , 8. 31 (2H, d, J = 9. 0 
Hz) . 

FAB-MS m/z 12 11 (M+H) + . 
[0 2 2 8] 

###0 5 0 

[0 2 2 9] 
lit 5 4] 

[0 2 3 0] 

N- (2-tKn^yxf;v) - 4 h n^>Xy =• K (2. 1 2 g) £v 
(5 0ml) tzmmU CCKT^^I^n^ K (8 7 9^ 1 
) ZMz-fZo m^zx 3 BmmWLtz^ *(i0Oml) *Jbj*, ^Dnw 
A (10 0ml) -e-IUJStaLte^m^hV^A-e^L^o 
»^*LfeH^«r^-9->->f y7 rnkf^i-^ (1 : 1) mm 
&m (2. 2 3g) LT#£ 0 

1H-NMR (4 0 0MHz, CDC 1 3) a : 3 . 7 6-3. 8 7 (4H, m 
), 6. 61 (1H, br s) , 7. 97 (2H, d, J = 6. 7Hz) , 8 
• 3 2 (2H, d, J=6. 8Hz) . 
ESI -MS m/z : 2 1 1 (M+H) + . 
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^-v ! 82/ 



[0 2 3 1 ] 

##0H 5 1 

2- (4--fn7x^) -4, 5-^liKnt*t7-/U 
[0 2 3 2] 
Mb 5 5] 




[0 2 3 3] 

TfciHt^M^A (468m g) OTHF (20ml) itCN- (2-*n 
DifJV) -4--hn^>X75 K(2. 23g) WTHF (20ml) £?S 
TL5 OViZXimmmWLtzo SU&fti* **.>*Lt:&^ THF 

^^*LTI^^-^;V (15 0ml) TMfrJRLfco in^fP^T^^-^A 

. 6 7 g) ^fifeS#tLT||f; 0 

1H-NMR (4 0 0MHz, CDC 1 3 ) £!4. 12 (2H, t, J = 9. 
5Hz) , 4. 49 (2H, t, J = 9. 7Hz) , 8. 12 (2H, d, J = 
7. 1Hz), 8. 26 (2H, d, J = 7. 1Hz). 
ESI -MS m/z : 1 9 3 (M+H) +. 

[0 2 3 4] 
##011 5 2 

4- (4, Knt^tV-;i/-2 -<f ;v) 7x^rr/ 

[0 2 3 5] 
[<t5 6] 

[0 2 3 6] 

2- (4-->n7i-;v) -4, 5-5?liKnW/-^ (1. 1 9 g) 
(5 0ml) isi^^y-;!/ (5 0ml) Ki£fi?U 
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^-v: 83/ 



^^»m (&5 0 0mg) **nx.T, 7K*#H^Tg^tCT3 0Km#tfCo ft* 
mt\t^ (6 7 1mg) ZS&mfet Lxmzo 

!H-NMR (4 0 0MHz, DMSO-d 6 ) ,5:3. 83 (2H, t, J = 
9. 3Hz) , 4. 29 (2H, t, J = 9. 3Hz) , 5. 64 (2H, s) 
, 6. 53 (2H, d, J=8. 8Hz) , 7. 50 (2H, d, J = 8. 6H 
z) . 

ESI -MS m/z : 163 (M+H) +. 

[0 2 3 7] 
###IJ 5 3 

4- [N- (2 -fc Kn^ri/xf;i/) -N-^f;i/7<y] hV;!' 
[0 2 3 81 
[ft 5 7] 

HO 

[0 2 3 9] 

4-7;^n^yy- h (2. oo g ) tsm±W7^ (3. 4 2*g) 

0^^f;^^*^yK^ (3 0ml) KN-p< ^.x* / - )X/r * y ( 1# 

8 6 g) *Du^ i o ortcTiBfeti#L7to a£$£m^i:-c<££pu fc*im 

: 2#ffi»J: 0»fc*H*r«E«»U flUBft-frW (2. 4 0 g) £4# 

iH-NMR (400 MHz, CDC 1 3 ) 5:3. 07 (3H, s), 3. 5 
6 (2H, t, J = 5. 9Hz) , 3. 83 (2H, q, J = 5. 9Hz), 6 
. 70 (2H, d, J = 9. 2Hz) , 7. 42 (2H, d, J = 9. 2Hz) 

E S I -MS m/z : 1 7 7 (M + H) +. 
[0 2 4 0] 
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##1*J 5 4 

**>x;i/-7*>B6 2- [N- (4-y7y7x-;p) -N-^;V7 ^ y] 

[0 2 4 1 J 
Ht5 8] 



[0 2 4 2] 

4- [N- + \> U ( 

1 . 5 2 g) h 'Jxf;l/7^ > (3. 6ml) ^od^ >^ (20ml 
) \z Ot:mryWx;^n'jK (2. Oml) *SSTU TOICT3 

ofrmmnLtzo Kmumt r > - ^ a 7kmM £ #n x. , ->^nn^> 

*m7A^n?(«777^H#U n-^^> : S^gfeo.^-;v= 1 : l 
ffiSB* *>$SlIBfl:£-*& (2. 2 0 g) £H6<fe@#:£ LT#£ 0 
1H-NMR (400MHz, CDC 1 3 ) 5:2. 97 (3H, s), 3. 0 
9 (3H, s) , 3. 78 (2H, t, J = 5. 9Hz) , 4. 37 (2H, t 
, J = 5. 9Hz), 6, 71 (2H, d, J = 9. 0Hz), 7. 48 (2H 
, d, J = 9. 0 H z) . 
E S I -MS m/z : 2 5 5 (M+ + H) . 
[0 2 4 3] 
5 5 

4- [N- (2-7Wnxf^) _ N _^^ ;l/T5 y] M;/P 
[0 2 4 4] 



;-Q 




Mb 5 9] 




[0 2 4 5] 
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85/ 



^y^vy^ym 2- [n— (4-yr;7x^) -N-^^;ur^y 

] xfjPxxr^ (2. 2 0 g) OTHFijR (3 0ml) K-f Y^z^f-)VT> 
WA7WJKOTHF (1M) M (4 3. 0ml) fcflSTU 2 B#Ptt 

&sa£Lfc 0 st&f£*^iai-e?^4p^ **Jnx.rft»i^-^nTiiiitat, air 

vi>^77'(-i:#u n-^-y-y : g^j^;w=2 : l ^mspi O^Sfeft-g- 

% (7 8 0mg) ^lfeitiat#fco 

1H-NMR (400 MHz, CDC 1 3 ) d : 3. 05 (3H, s) , 3. 6 
5 (1H, t, J =5. 0Hz), 3. 71 (1H, t, J = 5. 0Hz) , 4 
. 53 (1H, t, J = 5. 0Hz) , 4. 64 (1H, t, J = 5. 0Hz) 
, 6. 65 (2H, d, J = 9. 3Hz) , 7. 41 (2H, d, J=9. 3H 
z) . 

[0 2 4 6] 

##^lJ 5 6 

4- [N— (2-7^tnxf^) _ N _y^ ;l/T 5 y] ^vXT^ft K 
[0 2 4 7] 
Wb6 0] 

N^Q-CHO 

[0 2 4 8] 

4- [N- (2-7Woxf;i/) _ N _y^ ;l/T ^y] ✓s^ y *->ij;u ( 7 
8 0mg) OTHFII (6 0ml) £- 7 8 °CtCT y ^5=-;U7jc^kT;l/ 5 
-•7 A (5. 6ml, 0. 9 3MA^f>^) ^ITU GJififcT 2 R#Ht*# 
LfCo SJ&fcfc**/-;!' (1. 0ml) ^ITU ic^T^m (4. 0ml 

= 10 : 3»ffi«U9Wfc#M**EEiMU HSBft^ (5 8 2mg) £&tfe 



tbliE#2 004-3054312 
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1H-NMR (400MHz, CDC 1 3 ) 3:3. 14 (3H, s) , 3. 7 
3 (1H, t, J =4. 9Hz), 3. 80 (1H, t, J =4. 9Hz) , 4 
. 58 (1H, t, J=4. 9Hz), 4. 70 (1H, t, J=4. 9Hz) 
, 6. 74 (2H, d, J=8. 8Hz) , 7. 75 (2H, d, J=8. 8H 
z) , 9. 7 6 (1 H, s) . 
ESI-MS m/z! 181M+ 
[0 2 4 9] 
5 7 

4- [N- (2-li Kn^yif^) -N->f;V7^] ^>X7^ft K 
[0 2 5 01 
[ft 6 1] 



HO 




[0 2 5 1] 

4-7Wn^/X7^fliK(l. 24g) ^Stf'J-JA (2. 0 7g 
) ODMF (20ml) C2-^W^x^y-^ (1. 6 5 g) fciniU 

y-)v=3 0 : l^ffi^i QmzfrmznjEmmu m&it&m (1. 1 5 g ) 

1H-NMR (4 0 0MHz, CDC 1 3) $ : 2 . 28 (1H, br s), 
3. 12 (3H, s) , 3. 62 (2H, t, J=5. 9Hz) , 3. 86 (2 
H, m) , 6. 75 (2H, d, J = 9. 0Hz) , 7. 70 (2H, d, J = 
8. 8Hz) , 9. 7 0 (1H, s) . 

[0 2 5 2] 

5 8 

[0 2 5 3] 

tBH#2 004-3054312 
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[ft 6 2] 
[0 2 5 4] 

fl/7^^7^fk K ^/yxf;i/T-t^^ (3. OOg) W^;-^ 
^i£K0rKTv^f-;V7 3 > (8. 6ml, 2. 0Mfh7tKn77>M 
) £?TFU MJwTlB»BI«^LJt:o ** S -fr*^^ MEET^ L T# 
fcftfc&fia&SrEPO^ ^^-^H»»U 0 < C^T7K?5tft*'7Sf-?- h U -7A£;fjD 
x., raffiHT3 O^WH^L^o KJfc«fc**}blI;U ^y-^fcWScU mm 

*/-;i,= 10 : l&fflSBJ: ^#^®£MJEEzt*§U tRfBft£-*» (1. 95g 
) Zti&Mfrt Lt#/; 0 

1 H — NMR (4 0 0MHz, CDC 1 3 ) 8 : 1. 23 (6H, t, J = 7. 
1 Hz) , 2. 23 (6H, s), 3. 42 (2H, s), 3. 51-3. 64 
(4H, m) , 5. 49 (1H, s) , 7. 29 (2H, d, J=8. 3Hz) 

, 7. 4 1 (2H, d, J = 8. 3Hz) . 

E S I -MS m/z : 2 3 7M+. 
[0 2 5 5] 

##M 5 9 

4- { s J* j f-ji'T j j* ^>Xr;vf t K 
[0 2 5 6] 
[ft 6 3] 

^J-CHO 
[0 2 5 7] 

0 g) <5^*y-;M§ifc (2ml) (:0tCtIS|-^^/-;« (1 0m 1 



tbfEfft 2004-3054312 
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f^LT^ffifb^ (6 3 4mg) ^it-fe^^^ LT#£ 0 
1H-NMR (4 0 0MHz, CDC 1 3 ) 8\2. 26 (6H, s) , 3. 4 
9 (2H, s) , 7. 49 (2H, d, J = 8. 3Hz) , 7. 84 (2H, d 
, J =8. 3Hz), 10. 0 0 (1 H, s) . 
ESI -MS m/z:i64 (M+H) +. 
[0 2 5 8] 
6 0 

4 - ^ > v - }s 1; )X/ 

[0 2 5 9] 
[ft 6 4] 




[0 2 6 0] 

4- (:/n** *■/!,) (1< 0 0 g) ^ -g^. M; ^ (1 

0 6g) ODMFttiK (10ml) (l. 30ml) 50 

tlfcTllt#IB«#Lfco £J£i££M*&£-c#£pu OiL*tox.xwm.x-<f-Mzx& 
h V frATfefcLfco #«*9*LT, «Eft*4fc (1 . 0 0 g) 

!H-NMR (4 0 0MHz, CDC 1 3 ) <» : 2 . 44 (4H, t, J = 4. 
4 Hz) , 3. 54 (2H, s) , 3. 71 (4H, t, J=4. 4Hz)', 
7. 46 (2H, d, J = 8. 3Hz) , 7. 61 (2H, d, J=8. 3Hz 
) . 

ESI -MS m/z 12 0 3 (M+H) +. 

[0 2 6 1] 
##M6 1 

4- (*^*yy^f*) ^>X7W k 
[0 2 6 2] 
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l—is: 89/ 



[ft6 5] 




[0 2 6 3] 



4- y ^ > m; * (l. oomg) cothf^ (6 

Oml) &C- 7 stct^ vr^vTfcSftr^-^A (18. 9 ml, 0. 

(5. Oml) ^riTU Wt^TWtWk (6. 7ml) £;Sllx.TMi&CT 1 Bfe*£ 

itf';->At«U: 0 i£*£*§*LT, SUBft-g^ (6 7 0mg) £*&<fef* 

iH-NMR (4 0 0MHz, CDC 1 3 ) 8 \ 2 . 46 (4H, t, J=4. 
6Hz) , 3. 57 (2H, s) , 3. 72 (4H, t, J = 4. 6Hz) , 7 
. 52 (2H, d, J = 8. 3Hz) , 7. 84 (2H, d, J = 8. 3Hz) 
, 10. 0 0 (1 H, s) . 
ESI-MS m/z : 2 0 5M+. 
[0 2 6 4] 
6 2 

*^~)V 4- [N— (t e r t-yh^ry*;Wf-;V) 7<7^f;v] ^>v*ai 
- h 

[0 2 6 5] 
[ft 6 6] 

Boc-N /= 

^-^jHCOOMe 

[0 2 6 6] 

4- (7 5/xf;i,) ^>yx-Mg|t (1. 0 0 g) tmk^ h 
VVA (3. 4 3 g) ©^nn^>-* (1 : 1, v/v) Tl-Si^ (4 0 
ml) KOViZX (Boc) 2 0 (3. 4ml) &jto*T 2 B#ra«#Lfco V Z 
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HfEtt^ (2. 5 4g) ^fefft^i: LT#7to 

iH-NMR (400 MHz, CDC 1 3 ) * : 1. 46 (9H, s) , 3. 9 
0 (3H, s) , 4. 36 (2H, s), 5. 06 (1H, bs), 7. 34 ( 
2H, d, J=8. 1 H z) , 7. 98 (2H, d, J = 8. 1Hz). 
ESI-MS m/z : 2 6 5M + . 

10 2 6 7] 
##M 6 3 

t e r t-~7f-)V Ko + y^f M>y>* f 

[0 2 6 8] 
[ft 6 7] 




[0 2 6 9] 

4- [N— (t e r t-7*h^y*;^-;v) 75y^f;v] ^>y* 
i-h (2. 54g) ^THFII (40ml) K- 7 8 "CKTSM V f^-)^ 
HlfcT^-^A (2 5. 7ml, 0. 9 3M^f>M) SriSTFU PWK: 
T2B#F H 1ti#L/io R/S^^^<kTV^e^^A7X^ (1 0ml) , ^x.^ 

x., ^mmmwLtzo kzitttmrn**?* v^m^x^k, mmzmm 
> : ^i^-;v= 1 0 : 3?§ffigiu nntzfrmx 19. mwk&& (1. 2 2 g ) 

1 H-NMR (400 MHz, CDC 1 3 ) * : 1. 43 (9H, s), 4. 2 

9 (2H, d, J = 5. 6Hz) , 4. 67 (2H, d, J = 5. 9Hz) , 4 

. 87 (1H, bs), 7. 25 (2H, d, J=8. 1 Hz) , 7. 32 (2 
H, d, J = 8. 1 H z) . 
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91/ 



[0 2 7 01 

6 4 

t e r t - 4 — ^ > v ;i/ 7} ;w\'j* — 

[0 2 7 1] 
Ht6 8] 

[0 2 7 2] 

tert-W 4 - t Kn Jpy ^ f > y ^- f (i. 22 g 

) ©^nD^AM (2 0ml) KZlgHlrr^arv (1. 2 2 g) ^Jpx., 1 

ttffiffiJ: ^#£7>®£MflE^tU Ilie^tJ (9 6 5mg) ^M^m^t L 

iH-NMR (400 MHz, CDC 1 3 ) ail. 46 (9H, s), 4. 3 
9 (2H, d, J = 5. 6Hz) , 5. 16 (1H, bs) , 7. 44 (2H, 
d, J = 8. 1Hz) , 7. 81 (2H, d, J = 8. 1Hz) , 9. 98 (l 
H, s) . 

ES I -MS m/z : 2 3 6 (M+H) +. 

[0 2 7 3] 
##M 6 5 

3- {V *?-)VT 5. S *?-)V) ^>/-p; ;l/ 
[0 2 7 4] 
Hfc6 9] 




[0 2 7 5] 

3- (7*n-t^^;i/) W-h>j;v (1. 0 0 g) CODMFM (10ml 
) KV*^)l,T<> (7. 7ml) $rip£, ^SKT 1 0m*mWLtz o KlBfc 



tbtE#2 004-3054312 
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* LT?# <b £ v 'J # r ;u * ^ a * n t h 7 4 - Kit U ^on 

: ^^/-;u=l o : 1 jff U«K J: 0 WflQ^^Mr (8 2 Omg) *fttt&flii 

iH-NMR (400MHz, CDC 1 3 ) d I 2. 24 (6H, s), 3. 4 
4 (2H, s) , 7. 42 (1H, t, J = 7. 6Hz) , 7. 54 (2H, b 
s) , 7. 6 3 (1 H, s) . 
E S I -MS m/z : 1 6 1 (M + H) +. 

[0 2 7 6] 
##M 6 6 

3- (yVW5;>fJl/) ^J'XT/PfisK 
[0 2 7 7] 
[ft 7 0] 




[0 2 7 8] 

3- (^f;v7 5/^f;v) (8 2 Omg) OTHFi$ ( 

6 0ml) t: - 7 8 r t: t V 7f ;^fjl:7;V 5 - A (16. 5ml, 0 

* (5. omi) £nrru m^xi/viir)v*t^xmM.Kx\fom$Lt2o 

(2 5 9mg) ^ifei^iLTllfco 
1 H-NMR (4 00MHz, CDC 1 3 ) 8:2. 26 (6H, s), 3. 5 
0 (2H, s) , 7. 49 (1H, t, J = 7. 9Hz) , 7. 60 (1H, d 
, J = 7. 9Hz) , 7. 80 (1H, d, J = 7. 9Hz) , 7. 83 (1H 
, s) , 10. 0 2 (1 H, s) . 
ES I -MS m/z : 1 6 3 (M + H) +. 

[0 2 7 9] 
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^->*: 93/ 



###1 6 7 

2- (vM-^TS 7 *f-)V) ^>v'-hij;i/ 
[0 2 8 0] 
[ft 7 1] 




[0 2 8 1] 

2 - (7'n^^^-;v) f (i. 0 0 g) ODMFM (10ml 

) tc f;V7 5 > ( 7 . 7ml) £Jjnx^ ISCT 1 0 B^ii^ Ltz a fcJBM 

: ^^/-;v= i o : l^mglSJ: *)miA\&® (8 3 Omg) £ie*^4 

1 H-NMR (400 MHz, CDC 1 3 ) 312. 30 (6H, s) , 3. 6 
3 (2H, s) , 7. 36 (1H, dt, J = 2. 3 and 7. 8Hz) , 
7. 5 4 -7. 5 6 (2H, m) , 7. 64 (1H, d, J = 7. 8Hz) . 

E S I -MS m/z: 161 (M+H) +. 

[0 2 8 2] 
##M6 8 

2- (7^^1/7^/^^) ^>X7^f li K 
[0 2 8 3] 
[ft 7 2] 

C^-CHO 

[0 2 8 4] 

2- (y7^T5^f;v) (8 3 Omg) (7)THFM ( 

2 0ml) K-7 8t:KT^ V^^K^bT^-'v-A (16. 7ml, 0 



ffiHE#2 004-3054312 
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^-v: 94/ 



;i/ (5. Oml) ?:iTL, «^T->'; *^«:Jnx.TM»-T llftif}^ Lfco 
ffc^tJ (I6 6mg) ^f^WtLtll^o 

iH-NMR (400 MHz, CDC 1 3 ) $ I 2. 25 (6H, s) , 3. 7 
6 (2H, s) , 7. 39 (1H, t, J = 7. 8Hz) , 7. 42 (1H, d 

, J = 7. 8Hz), 7. 51 (1H, t, J = 7. 8Hz), 7. 87 (1H 

, d, J=7. 8Hz) , 1 0. 3 7 (1 H, s) . 

ESI -MS m/z:i64 (M + H) +. 
[0 2 8 5] 

###16 9 

4- [N— _ N _^ ;l/T 5 y ^> 

[0 2 8 6] 
[ft 7 3] 




■COOMe 



[0 2 8 7] 

4- (7n^^f;v) ^>V*x-> (3. 0 0 g) tRM-f-lWA 
(2. 7 1 g) ODMFft (4 0ml) tCN-^ f^x^ y -;UT 5 > (1 . 

7^^D7 h 7*77 A -KftU '^nn^ > : ^ ? y-;i^= 1 0 : 1 
SRi^JIffift^ (1. 5 3g) ^^fey^^i: LT#/c 0 
iH-NMR (400 MHz, CDC 1 3 ) 8 \ 2. 23 (3H, s), 2. 6 
1 (2H, t, J =5. 4Hz),2. 70 (1H, br s) , 3. 6 1 (2 
H, s) , 3. 63 (2H, t, J = 5. 4Hz) , 3. 91 (3H, s) , 7 
. 37 (2H, d, J = 8. 3Hz) , 7. 99 (2H, d, J = 8. 3Hz) 



miiE#2 004-3054312 



2003-094257 



E S I -MS m/z : 2 2 4 (M+H) +. 
[0 2 8 8] 

###J 7 0 

4 _ )N _ [2 _ ( t -y W 7x-^';m*/) .x.**] -n 
-^f;i/7 5/^f;H 
[0 2 8 9] 
[ft 7 4] 

TBDPSO A ' 

N -\_/-COOMe 

[0 2 9 0] 

yy^-h (1. 0 0g) M^v-;v (4 5 7mg) ODMFM (2 0m 
1) i:0tttt-7'f^noy'7x^y7> (l. 7 5ml) ZffiTLT 

0 : 3*tB«J:0»^W«r«BEaWiU tKISft** (2. 0 7 g) 

1H-NMR (4 0 0MHz, CDC 1 3 ) ail. 04 (9H, s) , 2. 2 

1 (3H, s) , 2. 60 (2H, t, J = 6. 1Hz) , 3. 58 (2H, s 
) , 3. 78 (2H, t, J = 6. 1Hz) , 3. 91 (3H, s) , 7. 35 
-7. 42 (8H, m) , 7. 67 (4H, dd, J = l. 5 and 7. 8 
Hz) , 7. 9 5 (2H, d, J = 8. 3Hz) . 

ESI -MS m/z : 4 6 2 (M+H) +. 
[0 2 9 1] 
7 1 

4- {N- [2- (t-Wy^i^^yij^^y) - N _^ ;u 
y ^^^V7^3-;p 
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[0 2 9 2] 
Ut7 5] 

TBDPSO-x / 

[0 2 9 3] 

4- |N- [2- (t -7 , fjvy7i-;k>'j;vt^r'» - 
N-^W5y^;H ^>y\x.-h ( 2 . o 7 g) WTHFM (4 0ml 
) K-7 vr^*3Ht7*5-*A (14. 5ml, 0. 93M 

«r*TU Rlffl^T2I^M«^L^o Rl&«[Jct&jfD^br 
***mm (5. 7ml) , yxf^x-r^^lTL, SftfcT 1 B#W«#L 

tz 0 m£mzmfc?7**,??A*mx., ^immmnvtz 0 ^ttzftmrn** 
±*)ntzfrm*®j£mfaL, mttt&® a. 7o g ) ^ittftttt^ 

o 

1 H-NMR (400 MHz, CDC 1 3 ) ail. 04 (9H, s), 2. 
20 (3H, s) , 2. 60 (2H, t, J = 6. 4Hz) , 3. 52 (2H, 
s) , 3. 78 (2H, t, J = 6. 4Hz) , 4. 67 (2H, s) , 7. 2 
6 (2H, d, J = 7. 9Hz), 7. 34-7. 41 (8H, m), 7. 67 
(4H, d d, J = 1. 5 and 7. 8Hz) . 
ESI -MS m/z:4 3 5 (M+H) + . 

[0 2 9 4] 
##M 7 2 

4- |N- [2- (t-7*W7x-;i/yijH^i/) JC-7-/1/) 

[0 2 9 5] 
[£7 6] 

TBDPSCH^_ , 
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^-s>: 97/ 



[0 2 9 6] 

4- |N- [2- (t-yWy'7i-)l/y'JW*y) — N— ^ *f- 

)VT\ S ff-M ^>y;V7;i/3-;i. (i. 7 0 g) W^DDmil (4 0 

mi) tcr^b-7>«*> (i. 7o g ) *tu?L, 2nmimmvtio urn** 

n-A^f>;I^if;v=i o : 3»ffl«fc J: «) »fc4H9**BE 
SiU WmfbWb (1. 5 1 g) Sr«H&»««rt LT»fe 0 

1 H-NMR (400 MHz, CDC 1 3 ) ail. 04 (9H, s), 2. 2 

2 (3H, s), 2. 61 (2H, t, J = 5. 8Hz), 3. 61 (2H, s 
), 3. 79 (2H, t, J = 5. 8Hz), 7. 34-7. 42 (6 H, s) 

, 7. 47 (2H, d, J=8. 1Hz) , 7. 67 (4H, dd, J = l. 5 
and 8. 1Hz) , 7. 79 (2H, d, J = 8. 1Hz), 9. 99 ( 
1H, s) . 

ESI -MS m/z:4 3 3 (M+ + H) . 
[0 2 9 7] 
7 3 

4- [N- (2 -y )V^ujLf-)V) -N-^^-^T^ J 

[0 2 9 8] 
Mb 7 7] 




COOMe 



[0 2 9 9] 

^■f-;V 4- [N- (2-kKD^yxf;l/) -N-^f ^7^^f ;V] ^ 
>Vx- h (2. 18g) b >; xf;V7 5 > (4. 1ml) o^dd^> 
(4 0ml) fc- 7 8°CHT^ * >>uw-fr— n 'J K (2. 3ml) 
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^— 98/ 



±^nm.^}<7)TYy^VnyyymU (30ml) Cf h 5W7^-") A 
7^VK (4 4. 3ml) «r«|TU 1 tt*Ptt«aELfc 0 RJ&iS&ML*-?* 

t>:ft»if^=l : l^ffif&J: «fe{t#tf (6 8 9mg) feftfeflMftfe J: 

1 H-NMR (400 MH z, CDC 1 3 ) d \ 2. 30 (3H, s), 2. 7 
0 (1H, t, J=4. 9Hz) , 2. 77 (1H, t, J=4. 9Hz) , 3 

. 63 (2H, s) , 3. 91 (3H, s) , 4. 50 (1H, t, J = 4. 9 

Hz) , 4. 61 (1H, t, J=4. 9Hz) , 7. 40 (2H, d, J = 8 

. 5Hz), 7. 9 8 (2H, d, J=8. 5Hz) . 

ESI -MS m/ z : 2 2 6 (M + H) + . 
[0 3 0 0] 

###J 7 4 

4- [N — (2-7;^Dxf;i/) -N- * * J * /^y>7;pn 



[0 3 0 1] 
[ft 7 8] 




[0 3 0 21 

4- [n— (2 -y )V^rucc^-)v) -N-^f ;V75 y ^> 
Voi- h (6 8 9mg) WTHF»jS (15ml) K-7 8tfcTy>f V^;V 
**ffc7/l'5-9A (8. 2ml, 0. 9 3M^t>it) ^|TU Rfit: 
T2l$H«#Lfco RJ5Dffitwfeft^fcT>*-^A7K»f8[ (3ml) . yxf;i/ 



mtE#2 004-3054312 



mm 2003-094257 ^- V : 99/ 

(4 3 0mg) ^ife^ttltf^o 
1 H — NMR (400 MHz, CDC1 3 ) 5 12. 30 (3H, s) , 2. 7 

0 (1H, t, J =4. 9 Hz) , 2. 75 (1H, t, J = 4. 9Hz), 3 
. 58 (2H, s) , 4. 49 (1H, t, J = 4. 9Hz), 4. 62 (1H 
, t, J=4. 9Hz) , 4. 68 (2H, s) , 7. 32 (4H, s) . 

E S I -MS m/z : 1 9 7M+. 

[0 3 0 3] 
###|J 7 5 

4- [N- (2 -y)U^u^)V) -N-^fJV7^^f;v] ^>X7^fH 
K 

[0 3 0 4] 
lit 7 9] 

N "-0~cho 
[0 3 0 5] 

4- [N- (2-7WnxfjP) -N-^f;V7^/^f;v] ^>v;V7^ 
(4 3 0mg) W^nn*;VAM (10ml) fc-gHlre > # > (4 3 
Omg) *flnx.l. 5BfF^JD^^t^o IM**-fc9>f h mWLZiimL 

: H*r.^;u= 1 : l^ffilfpj: $#fc#®*«EE*i»iiU (19 8m 

g) tifeittttL-Cftfe. 

1 H — NMR (400 MHz, CDC 1 3 ) 8 12. 32 (3H, s), 2. 7 

2 (1H, t, J = 4. 9Hz) , 2. 79 (1H, t, J=4. 9Hz) , 3 
. 67 (2H, s), 4. 51 (1H, t, J =4. 9Hz), 4. 63 (1H 
, t, J = 4. 9Hz) , 7. 52 (2H, d, J = 8. 3Hz) , 7. 84 ( 
2H, d, J = 8. 3Hz) , 10. 00 ( 1 H, s) . 

E S I -MS m/z : 1 9 5 (M) +. 
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: 100/ 



[0 3 0 6] 

7 6 

[0 3 0 7] 
Mb 8 0] 
HOOC /=\ 

[0 3 0 8] 

4- (2-tKn^yxf;i.) (i. 0 0 g) omWfclk*- 

T-trh-h';;i/-7K (2:213) m&mm (20ml) t«j!li(7);i/f-->A 
*n V K (2 8mg) , ifi3**|H- h'J^A (5. 8 0 g) £3HIx.gi&KT 1 
Bfett#Lfco ^&£v*ncM* wcTftjffi^ iith'^At^f U {ft 
8&ffrfr» (7 5 5mg) Srft&ftMftftJ: LT#fc Q 

1H-NMR (400 MHz, CDC 1 3 ) d : 3. 73 (2H, s) , 7. 4 
0 (2H, d, J = 8. 3Hz) , 7. 63 (2H, d, J = 8. 3Hz) . 
[0 3 0 9] 
7 7 

[0 3 10] 
[ft 8 1] 
HOOC /= 

[0 3 11] 

4-7 77 7x^1 (5 0 Omg) ?)THFit (10ml) iZ-7 8V 

(5. 0ml, 0. 9 3M^t«) 
£fltTU raifiHT2l^iai«^Lfco SJ35^^^y-;u (5. 0ml) *fgT 

~*=1 0 : 1WJ: 0»7t^®S:«JEabmu *WBftfr» (2 2 Omg) £ 
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iH-NMR (400 MHz, CDC 1 3 ) S : 3. 76 (2H, s), 7. 4 
7 (2H, d, J=8. 1Hz) , 7. 87 (2H, d, J = 8. 1Hz) , 1 
0. 0 1 (1 H, s) . 

[0 3 12] 
##®J 7 8 

4- (4-t e r t-7 , h^rv*^-^^y>-l-'f;i') ^OXT^t* 
K 

[0 3 13] 
[fb8 2] 

Boc-lvQvi-^^-CHO 

[0 3 14] 

4-7Wn^>X7WK (2. 0 0 g) fcJfcK?- h V * A (3. 34g 
) ODMF (4 0ml) 1 - t e r t -7h ^fy*;^f-;m>7 v> (3. 

oog) cctcTiBfe^Lfco R*Sift*s»iT?jfripu 7K^*nx.T 

ftaftif-^UTJlilUJft. iith'J^At«L^, i&fc&S^LT&fcfiSgi 
= 1 0 : 3»m«J:0#fc«"B«:«EEaWtU »E*fc#» (3. 2 1 g) 

iH-NMR (400 MHz, CDC 1 3 ) * : 1. 49 (9H, s), 3. 3 
9 (4H, t, J=4. 9Hz) , 3. 59 (4H, t, J=4. 9Hz) , 6 
. 91 (2H, d, J = 8. 8Hz) , 7. 76 (2H, d, J = 8. 8Hz) 
, 9. 7 9 (1 H, s) . 
ES I -MS m/z I 2 9 1 (M+H) +. 
[0 3 15] 
7 9 

2-^f;i/f77-;i/-4-)!;myl/- h 
[0 3 16] 
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UtS 3] 

J^-OOOB 

[0 3 17] 

f-^-T-b^ ^ K (3. 0 0 g) <D7* h~ h (10 0ml) 

-Tu^M^-y ( 7 . 7 9g) SrjJIlX-, 4 B#P^JDj^Mm L£ D a£$£i££Pf& 

h V a ti^il ^ l r # n & wMm £ v # r ^ * ? a * u 
tzfrm*$.&iikML, mmik&yd (4. 7 4 g ) *&&mfz%dt Lxntz 0 

1 H-NMR (400 MHz, CDCI3) $ I 1. 40 (3H, t, J = 7. 
1Hz), 2. 77 (3H, s), 4. 42 (2H, q, J = 7. 1Hz), 8 
. 0 5 (1 H, s) . 

ESI -MS m/z : 1 7 1 (M) +. 
[0 3 18] 
8 0 

[0 3 19] 
Hfc8 4] 

I J>COOB 

[0 3 2 0] 

2 - ^f 7V-;v-4 - *;«y v- > (1. 0 0 g) coizg^ 
itfftmfeifc (2 0m 1 ) -fu^Zitt^M * K (1 1 4 g ) i;^!^ 

(3 0ml) Kj#fl?U 0t(:th'JiW5 



ffitE#2 004-3054312 
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^-v : 103/ 



y (16. 3ml) , V*?-)VT< >m.WM. (7 1 4mg) ^iflx., IfiCTl 

1 o o : 3Wi ^ontz^-m^m&mmu mmt&m (4 2 o mg ) 

!H-NMR (400 MHz, CDC 1 3 ) $11. 41 (3H, t, J = 7. 

1Hz), 2. 38 (6H, s), 3. 83 (2H, s), 4. 43 (2H, q 
, J = 7. 1 Hz) , 8. 16 (1 H, s) . 

[0 3 2 1] 
###18 1 

2 — **f-)V7 \ J ^ •f-ju-^-T y- )v - 4 - # /W^f yr^ft K 

[0 3 2 2] 
[<fc8 5] 

[0 3 2 3] 

2 - f ;vt 5 y ^ f r v*-;v - 4 - * ;Kf ^ y f (42 
Omg) (7)ff7tKn77>M (10ml) \z 0 ViZX&mfoiS J V7*f;i/ 
T;V5-^a (6. 3ml) SrSSTU raffltcr 2 WFW«^Lfc 0 EJfcifcfcfiTftl 
»ffcT yif;wx-f;^i)0x.> 3 0^f4SM> 

HaWHt^oo^A (5ml) \zmmV> rMit-*>ff> (3 0 0mg 
) «rlDx.T2l*IWJni«fe«aEL^o RJfc**M*T?*friPlk tt**%*U « 
ifc£ift«t lt# f> HfzWgyo £ > »; 77 r;v7j 9 a ^ n v b ^ 7 -r - tct^lffl 
mu ^nn^> : ^ *y 1 0 0 : SigffiWJ: »mfc#®*»Ej&|& 
U IRfiB-ffc^ft (1 7 3mg) £#S<feflM£$&£: LT#£ 0 

!H-NMR (400 MHz, CDC 1 3 ) a : 2. 39 (6H, s), 3. 8 
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3 (2H, s), 8. 18 (1H, s), 9. 99 (1H, s). 
[0 3 2 4] 
8 2 

[0 3 2 5] 
[ft 8 6] 

[0 3 2 6] 

4-->D7>h5-^» (5. 0 0 g) OTk&ifc (4 0ml) h 
(2. 2 7g) 07X^ (8ml) £3K*frTSDx.fco i^ta^U'J 1 ) 
A (5. 4 7g) <7)tK?#^ (6ml) Sr^x."^^^ 2 7 5tC 

?nD^>-^;-jv do: i, v/v) ^Tttffib^o ^rtSBJl&Tfc, & 

mm *n&7tozmm u ±ia t ro *> & lt?# t tLitmsm*imt& 

(3. 2 1 g) , HOBt (4. 4 5 g) > EDC. HC1 (6 
. 3 l g) , N-*f-;we;u*v > (3. 6ml) *jDx.T^ffl^r llft«#L 

& (6. 5 7g) £&S-fe@#£ LT#/: 6 

1 H-NMR (400 MHz, CDC 1 3 ) a : 3. 41 (3H, s), 3. 4 
9 (3H, s) , 7. 44 (1H, d, J = 8. 5Hz) , 8. 26 (1H, d 
, J=2. 0 and 8. 5Hz), 8. 67 (1H, d, J = 2. 0Hz) 



ffiSE#2 004-3054312 
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[0 3 2 7] 

m%m 8 3 

2—3 — K— 4 b □^>Xr;Vr*ki K 
[0 3 2 8] 
Ut8 7] 

0 2 N-^-CHO 

[0 3 2 9] 

2-3 - K — N — ^ h^rv-N-^^-;V- 4 - — b o^>X7^ K (6. 5 7 
g) WTHFil (12 0ml) t:- 7 8 ti:tvM V7'f ifc7;K ^-^ 
A (5 2. 6ml) fcjfcTU IWl^T im®ffiWl,fz 0 BJ&WLKfflQlMkT V 
(2 0. 6ml) *ffiT&. lfii:tlilHt#U IB»t^* 
v^a, v^^;i/^-x;v^iPx.TH^iB#p B m#t7to -t?-f b^ii^ 

: f£m.x?-;i/= i o : i v^m^isi ^#^®^M«iiu msAt&m 

(3. 9 6 g) £f#£ 0 

iH-NMR (4 0 0MHz, CDC 1 3 ) d \ 8 . 02 (1H, d, J = 8. 
5Hz) , 8. 30 (1H, dd, J = 2. 0 and 8. 5Hz), 8. 7 
9 (1H, d, J = 2. 0Hz) , 10. 14 (1H, s) . 

[0 3 3 0] 
##M 8 4 

5- (2 - 3- K- 4 b 071-^ ^^r-9-V*-;i- 
[0 3 3 1] 
Hb8 8] 




[0 3 3 2] 

2 — 3 — K— 4 — — hn^>X7m K (3. 6 9 g) . p-h;uoi>^^ 
,t-WfHyy7-K (3. 35g) W^;-«(80ml) 
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tfv^A (2. 3 7 g) ^rinx.. i mumMmLtz 0 mmz$.E.mm Lxnhti 
tziikmmm*i'V xr** 7^07 yy?-7j -^ftu n-^*-^ : 
x^;i,= i 0 : 3^m§i5J: t)ntzftmzffi.j±mm&, m&i&mLxmmik&M ( 

3. 3 2 g) JifeiWt LT#7to 

1 H-NMR (400 MHz, CDC 1 3 ) 8:7. 82 (1H, d, J =8. 
5Hz) , 8. 07 (1H, s) , 8. 14 (1H, s) , 8. 27 (1H, d 
d, J = 2. 0 and 8. 5Hz) , 8. 83 (1H, d, J = 2. 0Hz 
) • 

[0 3 3 3] 

8 5 

3 — 3— K— 4 — {jr^V-fr-S-J )i<) 7^=.)VT^> 
[0 3 3 4] 



[0 3 3 5] 

5- (2-3-K-4--l>n7x-;v) ^r^V-)V (3. 3 2 g) 

y-^mm doomi) KtMt*x~imm o. 48 g ) zm*-, 9ot;^ 
mi- v v *A^T§£*mu mmz j gi:LxnbtL2>mmv>)*z<'V 

D-7h^7 7-f-i:#U n-^^r-9-> ; ifxf ^= 1 0 : 3 ittfigBJ: 
^ffl^IEtlLT, (2. 5 6g) ^^fe?ft^i:tT#^o 

1 H-NMR (4 0 0MHz, CDCI3) 8:3. 90 (2H, br s), 
6. 69 (1H, d, J=8. 5Hz) , 7. 28 (1H, s), 7. 30 (1 
H, d, J = 8. 5Hz) , 7. 54 ( 1 H, s) , 7. 90 (1H, s) . 
ES I -MS m/z : 2 8 7 (M+H) + . 
[0 3 3 6] 
8 6 



Ut8 9] 
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3 — 3 — K— 4 — 5->f 7x-;i/tK7y> 

[0 3 3 7] 

[0 3 3 8] 

3-3-K-4- ( 5 J-*^V*-;w-5-'f ;i/) "7 ^.r^T * > (2. 5 6 g) 
(15ml) COTIKTitt (2 0ml) ZUUz., Httl»b 
V *A (6 8 Omg) (DTkmWL (10ml) fc^o < i)iTU MT3 0 

mwLtzo m&m.Kmtxx (5. 04 g ) <nmsm&L (20ml) *»t^ 

TJVDV&tLtz^ ?uu*)VA-t? ;-)\, (10:1, v/v) (CTttm 
yx^^i-^^HT*»L. «HfcL?;MBfl:6* (l. 4 0g) 

1H-NMR (4 0 0MHz, CDCI3) ^ : 3. 50 (2 H, br s), 
5. 40 (1H, br s) , 6. 84 (1H, d, J = 8. 5Hz) , 7. 3 
8 (1H, dd, J=2. 5 and 8. 5Hz) , 7. 46 (1H, s) , 
7. 55 (1H, d, J=2. 5Hz) , 7. 90 ( 1 H, s) . 
ESI -MS m/z:3 0 2 (M+H) +. 

[0 3 3 9] 
##M 8 7 

4- (tert-7'W>Wjm'» * 2 - 3- K7i-;i/7 

5 > 

[0 3 4 0] 
Mb 9 1] 

* OTBDMS 
[0 3 4 1] 



WSE# 2004-30543 



#M 2003-094257 ^-v : 108/ 

*^-)l> 4 —T 5. y — 3 — 3 — > 7x- h (3. Og) OTHFM (6 
0ml) K-7 8ti:ty*'f vrf-***ft7^5-">A (4 6. 6ml, 0. 

±&8tilL*to (1. 4 6g) i:tert-7f;^nny^fji/y7> (1. 0 
6 g) WDMFili (3 0ml) llOtCT'f 5 (4 8 Omg) fcflPx. 

^;v= 1 0 0 : 5}#ffig&J: 0»^W«r«E««fU ^SEtt£-t> (2. 0 2 g) 

1 H-NMR (400 MHz, CDC 1 3 ) 8 : 0. 10 (6H, s), 0. 9 
4 (9H, s) , 4. 69 (2H, s) , 7. 35 (1H, d, J=8. 5Hz 
), 7. 82 (1H, s), 8. 14 (1H, d, J = 8. 5Hz), 8. 25 
(2 H, b s) . 
ES I -MS m/z : 3 6 4 (M + H) +. 
[0 3 4 2] 
8 8 

2, 2, 2-f'j7;Hn-N- (4-tKn^y^f;V-2-H-K7xx;i/ 
) 7-fehT^ K 

[0 3 4 3] 
[ft 9 2] 




[0 3 4 4] 

4- (tert-/W>f;l/y';w^fv) ■f-JU— 2 - 3- KT-'J > 



mf£# 2004-3054312 



!Wffi. 2003-094257 



v : 109/ 



(2. 0 2 g) h&TKh U ^/l^nlfflfc ( 1 . 2ml) (?)y^nD^^>M ( 
4 0ml) KOTCKT h V xf;V7? > (1. 2ml) fcflllx., £ifiKT4l$|B! 

T*E«W*, »a*9*LT#&*L*5*iM& (2. 6 0g) *ffiSH-&£fcfc<, 

±te^Stf (2. 6 0 g) <OTHFMt:0ti:tn-f hy-Zf^T^^e- 
-)A7K'JK (8. 5ml, 1. 0 M, solution in THF) 

*7A^nvh^77^-^»:tffif U n-^t>:»xf;V=10 I 
SiFffiWiDft^MSrWEEaMtU SUBffc^ (1. 6 8 g) 

1 H-NMR (400 MHz, CDC 1 3 ) 8 : 4. 60 (2H, s) , 7. 2 
9 (1H, dd, J = l. 7 and 8. 3Hz), 7. 80 (1H, d, J 
= 1 . 7Hz), 7. 97 (1H, d, J = 8. 3Hz). 
[0 3 4 5] 
8 9 

2, 2, 2-hV7;l/tn-N- (4-*^5;V-2-3-K7xr:;i/) 7-bh 
75 K 

[0 3 4 6] 
Mb 9 3] 

M^-CHO 
3 o 

[0 3 4 7] 

2, 2, 2-h'J7;i/tn-N- (4-tKn + i/^f;l/-2-3-K7xX 
^) 7-fef7U* (1. 4 7 g) ©^nn^VAM (1 5ml) KngMfcT 

(1. 4 7g) ZtiUZ., 1 I^H!iDSftaflEL/io h ^MfL -©ft 

^IiLT#t J WM^v'J*y;v*7A^n-7h^77'f-t:#U n- 



ffiH#2 004-30 5 4 312 



#M 2003-094257 



^-> ? : 110/ 



(i. 0 9 g ) *m&mtt.mt LT#fc 0 

!H-NMR (4 0 0MHz, CDC 1 3 ) 8:7. 93 ( 1 H, dd, J = 1 
• 6 and 8. 5Hz), 8. 37 ( 1 H, d, J = l. 6Hz), 8. 4 

9(1H, d, J=8. 5Hz),8. 51 (1H, br s), 9. 92(1 
H, s) . 

E S I -MS m/z : (M+H) +. 

[0 3 4 8] 
##$J 9 0 

2-3 - K- 4- {Jr**yv*-)V- 5 yju^)V7<> 
[0 3 4 9] 



[0 3 5 0] 

2, 2, 2 - h V -7;i/:*n-N- (4-*;V^Jl/-2-3-K7xx;i/) y-fe 
HT4K(1. 2 4 g) tp-F;Vx>7^r;Mf;KVy7-K (7 8 0 
mg) (3 0ml) t:^f* (550mg) £JJDx.. 1 

> : ff=^.?-;v = 1 0 : 3v#tti^J: !9#^®^«J±^L. mmt^ (8 8 
3mg) ^itferft^t LXnfz 0 

1 H-NMR (400MHz, CDC 1 3) £14. 31 (2H, br s), 
6. 74 (1H, d, J = 8. 5Hz), 7. 15 (1H, s) , 7. 40 (1 
H, dd, J = l. 9 and 8. 5Hz), 7. 83 (1H, s), 7. 9 

2 (1H, d, J = 1. 9Hz). 

ESI -MS m/z:2 8 7 (M+H) + . 
[0 3 5 1] 
9 1 

3-3- K- 4- (^-tf-V-;!/- 5-<;v) 7x-;H:K7v^ 
[0 3 5 2] 



Ut9 4] 
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^-v: 111/ 



Hfc 9 5] 



[0 3 5 3] 

2-3— K— 4 - {^^V-)V- 5-^f^) T — y > (4 0 0mg) <7>7fc}§ 
ft (2ml) i:0tCt« (3ml) ^Jp^. tttfClEWII^ b V 9 A (1 
0 6mg) (DfrmWL (1ml) ^^o<»)lTU MT, 3 0frmfflftLtz o 
KBm^txX (7 9 0mg) Oiim^ (3ml) fcftT^ IfiCtl. 
5I^M«# L/io RlSftfc 2 0 %7KSi<k* U * A*^ftfcinx.Tftte£T;v* V 
tttLfc^ ^no^A-^y-;v (10: 1, v/v) CTttlBUo 

^-x;HCT?5fe^-L, ftiftL-raUBft^* (19 4mg) LTf#fc 



1 H-NMR (400 MHz, CDC 1 3 ) d I 3. 71 (2H, b s) , 5. 
70 (1H, bs), 7. 07 (1H, d, J=8. 5Hz), 7. 15 (1H 
, s) , 7. 55 (1H, dd, J = l. 7 and 8. 5Hz), 7. 83 
(1H, s) , 7. 92 (1H, d, J = l. 7Hz) . 
[0 3 5 4] 
9 2 

3-3- K-N, 4-yVf;i'-N-^Ky^X7^ K 
[0 3 5 5] 



[0 3 5 6] 

3-3- K-4-^^;^>W yn->7 K (3. 0 g) Ov^nn^ 
ifft (6 0ml) KOTCfcTN, 0-v^f;m Fu^y;l/75 (1. 
2 3g) , HOBt (1. 8 6 g) , EDC. HC1 (2. 63g) , NMM ( 

1. 5mi) *m*-rm%LKxii&mftLtzo %Lfcmfcim.femm*mz., 



[it 9 6] 
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= 2 : lvgrnsiu lonfzfrmzm&mmL, mmt&w o. 1 9 g ) 

iH-NMR (4 00 MHz, CDC l 3 ) a : 2. 46 (3H, s), 3. 3 
4 (3H, s) , 3. 56 (3H, s) , 7. 26 (lH, d, J = 7. 8Hz 
) , 7. 60 (lH, dd, J = l. 5 and 7. 8Hz) , 8. 15 (1 
H, d, J = 1. 5 H z ) . 
ES I -MS m/z : 3 0 6 (M + H) +. 
[0 3 5 7] 
9 3 

4-/n*^f;v-3-a- K— N— ^ h * v-N- ^ fM>X7 ^ K 
[0 3 5 8] 



[0 3 5 9] 

3-3- K-N, 4-y'>f;KN-^h^y^>'X7U* (2. 0 g) <7>izg 
*frffc]fc*iS* (4 0ml) UN-:/n.*£|±<BM 5 K (1 . 4 0 g) , ftfej&S: 

^^>:@^m^^=2 : immU£*)nm\:&m (8 6 7mg) «rjt»fe@ 

iH-NMR (4 00MHz, CDC 1 3) a : 3 . 35 (3H, s), 3. 5 
6 (3H, s) , 4. 59 (2H, s) , 7. 49 (1H, d, J = 8. 0Hz 
) , 7. 6 5 (1H, dd, J = l. 5 and 8.0Hz), 8. 16(1 
H, d, J = 1. 5 H z ) . 
E S I -MS m/ z : 3 8 5 (M+H) + . 
[0 3 6 0] 



Ut9 7] 
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##^J 9 4 

4-v^f;i'7 5 / 3 -3- K-N-* h^y-N->fM>X75 
K 

[0 3 6 1] 



[0 3 6 2] 

4-7*n*^f ;v-3-3 - K — N — h^y-N-^f ^>X7 5 K (8 
6 Omg) ©DMFM (1 Oml) t:y^f;i/7 5 > (1. 7ml, 2. OM 

V *y;v*7A^D7 h if^y << -&c#U ^^nn^> : y ?y~;i/= i o . 

0 : 2MgfcJ: 0#7^®£MEE?£iSiU ^Ifrft^ (4 9 Omg) ZM&mVi 

1 H-NMR (400 MHz, CDC 1 3 ) 8:2. 31 (6H, s), 3. 3 
5 (3H, s) , 3. 48 (2H, s) , 3. 56 (3H, s) , 7. 43 (1 
H, d, J = 8. 6Hz) , 7. 65 (1H, d d, J = l. 5 and 8. 
6Hz), 8. 16 (1H, d, J = l. 5Hz). 

ES I -MS m/z : 3 4 9 (M+H) +. 
[0 3 6 3] 
9 5 

4- (^f^7^7^f;v) - 3 -3- F^>X7;Vft: K 
[0 3 6 4] 



Ut9 8] 



/ I 




[lt9 9] 




CHO 



[0 3 6 5] 
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ijfH 2003-094257 ^- v : 114/ 

U' (4 9 Omg) OTHFvtifc (10ml) U- 7 8tCt^ Vf*fr-fc% 
ftT*3-*A (3. 8ml) £TiTFU m^\ZX \m%ffl&Ltz 0 BLfoWLKfa 

nmkT>*-*?i»imfc a. 5m n *sit^ Mia^rn^waH^u % 

U v?ntM * > : ^ ^y-;ix= l 0 0 : 2 ^Wgpj: *) f»fc4Mffl«:#EEifcttL 
> «fBft£^» (3 1 4mg) ^#^ 0 

1 H-NMR (4 0 OMH z, CDC 1 3 ) 8 : 2. 32 (6 H, s), 3. 5 
1 (2H, s) , 7. 59 (1H, d, J = 7. 8Hz) , 7. 83 ( 1 H, d 
d, J = l. 5 and 7. 8Hz), 8. 31 (1H, d, J = l. 5Hz 
) , 9. 9 1 (1 H, s) . 
ESI -MS m/z:2 9 0 (M+H) +. 

[0 3 6 6] 
##®J 9 6 
(3-3- KtfUW-4-<f >U) 

[0 3 6 7] 

Hfci 0 0] 

I 

[0 3 6 8] 

4-tfnU> (9. 73ml) K*JfrT\ ( 6 0 % , SO 3, 60m 

1) iztiuz.fzfe, fflM.mx~8v$mmwLtz 0 37i (20. 3 g ) am 

KiPx., £ h K 4 0 %7fcBMt^ h V * A*»tft*lHIx.fco K&M 
Lfc, fc«*§*LT#k*Lfc«S*ib«ffiT\ i ^ 3 - 3 - K- 4 - Vf 

ftfftSLU ^nn^>: p*?y-;i-=2 0 : 1-10: l^ttiSRi 
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mzffi&i&mu (1. 6 6 g ) zm&temitt Lxmz 0 

iH-NMR (4 0 0MHz, CDC 1 3) 8:4. 40 (2H, d, J=5. 
6Hz) , 5. 69 (1H, m) , 7. 49 (1H, d, J = 4. 9Hz) , 8 
. 52 (1H, d, J = 4. 9Hz) , 8. 78 ( 1 H, s) . 
10 3 6 9] 
9 7 

[0 3 7 0] 
Ut 1 0 1 ] 




[0 3 7 1] 

(3 -3- KtfV v>-4 ^/-^ (211mg) co?no*;l/A 
(15ml) ^Zim-fb^^^^ (3 9 1 mg) 7 0 "CT* 3 B#Hm# 

= 10: l^mgRJ: ^#£3MS«fiE^ftU Wfcik&m (1 8 Omg) 

iH-NMR (4 0 0MHz, CDCI3) S : 7 . 69 (1H, d, J=4. 
9Hz) , 8. 69 (1H, d, J=4. 9Hz) , 9. 11 (1H, s) , 1 
0. 0 6 (1 H, s) . 

[0 3 7 2] 
##M 9 8 

2 -3- K-4-tf>J >^7y 7 K 

[0 3 7 3] 
Hfc 1 0 2 ] 

N^-COOH 

[0 3 7 4] 
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-^-v* ! 116/ 



2-^DD^yi3f>8(5. o g) , a* ill- m; *A (17. 0 g) CO 
2-^/>M (150ml) £3«Mb**Bl (4. 0ml) fciJtlx^ 6 

;wt--r/HC-C8fci§Mft, «*U tMBft£* (4. 8g) ££hII,teBfl:£ 

/Co 

1H-NMR (4 0 0MHz, DMSO-d 6 ) 5:7. 82 (1H, dd, J 
= 5. 1Hz, 1. 2Hz), 8. 15 (1H, d, J=0. 5Hz) , 8. 5 
5 (1H, d, J =4. 9 Hz) , 13. 91 (1H, br s). 
FAB-MS m/z : 2 5 0 (M+H) +. 

[0 3 7 5] 
##®| 9 9 

2-3- K— N — ^ h^v-N-^^-;U- 4 -fcf'j ft )V K 
[0 3 7 6] 
[f k 1 0 3 ] 



[0 3 7 7] 

2-3-K-4-kfU y^^^y'J v?Ti/v V (2 4 9mg) , EDC 
. HC 1 (2 4 9mg) ^it/DMA P (2 8 lmg) Ov^nn^ ( 
2 0ml) -DMFM (10ml) \Z%0%T, N, O-yVf ;H; Kn^yjv 
^mmig (10 2. 4mg) *Jnx.TSififc-C 1 5l$H*#Lfc«, KfoWL* 

«eet\ iii»^nn*;vA (ioomi) ^jd*^ %mm zmmmtr 

«EEift»U ^ffi'fb^ (2 6 0mg) J^f«|li:Lt#f:o 




ttifiE#2 004-3054312 
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^-v: 117/ 



iH-NMR (400 MHz, CDC 1 3 ) 8 ; 3. 36 (3H, s), 3. 5 
6 (3H, s) , 7. 49 (1H, dd, J=4. 9Hz, 1. 3Hz) , 7. 
95 (1H, s) , 8. 44 (1H, d, J=4. 9Hz) . 
[0 3 7 8] 
1 0 0 

2-3-K-4-e'Jy>* v T ^7* H K 
[0 3 7 9J 
Mfc 1 0 4 ] 




[0 3 8 0] 

2-3- K — N — > f^y-N-^f;v- 4-fcf'J K (2 6 

0 m g) <DT h 9 £ Kn y v >mWL (5ml) £7R<$T\ *J|MfcSM V 
)V%=.^A (l. 15ml) *fSTU RifiKT lHWDtjlfco 

7>®£itJ±fli;S«U IRgBft^ (1 9 8mg) *%tz Q 

iH-NMR (4 0 0MHz, CDC 1 3 ) 8:7. 67 (1H, d, J=4. 
8Hz) , 8. 12 (1H, s) , 8. 63 (1H, d, J=4. 6Hz), 9 
. 9 9 (1 H, s) . 
[0 3 8 1] 
10 1 

[0 3 8 2] 
Utl 0 5] 




miiE# 2004-3054312 
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^-v: 118/ 



[0 3 8 3] 

2-7;U*n-4-fc?'; y>*^*>y'J »^7y7 K (1. 0 g) 
n^^^il (20ml) i:0tCTN, O-yVf ;m Ka^y;V7r/I| 
I (8 3 0mg) , HOBt (1. 15g) , EDC. HC1 (1. 6 3 g) , 
NMM (9 3 5 /. 1) itoz.TmmzxizmWLtZo mfofoK 1 «Jeffi»*SD 

^j.^;v=2 : l»ttifflJ:0»^H«:iftEEaWllU JlfMfc^ (1. 3 0 g) 

1 H-NMR (400 MHz, CDC1 3 ) a : 3. 38 (3H, s), 3. 5 
6 (3H, s) , 7. 18 (1H, d, J = l. 3Hz) , 7. 42 (1H, d 
d, J = l. 3 and 4. 9Hz), 8. 30 (1H, d, J = 4. 9Hz 
) . 

[0 3 8 4] 

1 0 2 

h + v-N-^f;i/- 2 - (4 - ^f;v^7 v>- 1 ->f ;v) - 4 - fc? 

[0 3 8 5] 
lit I 0 6] 



[0 3 8 6] 

2-7;v^-n-N-^ h^y-N-^f;v- 4 -tf>; v>#;vtfr*-^ K (5 
0 Omg) 'J 7 A (5 6 3mg) ^DMF (1 0ml) M{:N-^f 

;l/fcV?7v> (3 2 6/ug) 4rft|x.9 0t(:tlWL^ o RJfcifc&^iftS-? 




ffifEE# 2004-3054312 
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^-v: 119/ 



(5 4 4mg) zB&mfmtLTntz 0 

1 H-NMR (400 MHz, CDC 1 3 ) 8'.2. 35 (3H, s) , 2. 5 

2 (4H, t, J = 5. 1Hz) , 3. 34 (3H, s) , 3. 58 (3H, s 
), 3. 60 (4H, t, J = 5. 1Hz) , 6. 77 (1H, d , J=4. 9 
Hz) , 6. 83 (1H, s) , 8. 22 (1H, d, J = 4. 9Hz) . 
ESI -MS m/z : 2 6 5 (M+H) +. 

[0 3 8 7] 
1 0 3 

i-^f;v-iH-^>F-^-2, z-v^y 

[0 3 8 8] 
litl 0 7] 



[0 3 8 9] 

Hmit±Y')^^ (4 0 8mg) WDMFlt (2 0ml) &C N ODCT-ft 
f-y (1. Og) ODMF»» (7ml) ^ITL/:o P»0 * £ 1 l$W«# L 
fcf^ (6 3 5 /. 1) ZmTLM^zX immMWLtz 0 

^-^fcinx-fc^ »**®*l-ctK (1 oomi) -e^LTi^m^^-^ ( 

300ml) -ejfim, msykMfo doomi) xw& Lxm^mm- y v & 

:RB(xf^3 : 2) KffrU SgB-fk^W (2 6 lmg) £#£feB# 

1 H-NMR (400 MHz, CDC 1 3 ) 8:3. 26 (3H, s), 6. 8 
9 (1H, d, J = 8. 6Hz) , 7. 13 (1H, d d, J=6. 6 and 

8. 6 H z) , 7. 6 0 (2 H, m) . 
ESI -MS m/z : 1 6 2 (M + H) + . 
[0 3 9 0] 




o 



tBSE^ 2004-3054312 
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10 4 

✓fy-n^>^ n' - [4- (^^r-9-V*-;i/-5-'r;V) tKfy 
K 

[0 3 9 1] 
HC10 8] 




[0 3 9 2] 



4- (jr^V-fr- 5-4 )V) 7x-;mK7y> (2 0 6 mg) fei^V 
y- (1 4 5mg) *V?uxi* * y (6ml) ib^tfDMF (2 ml 

) l~mML, -15tCTEDC-HCl (2 2 6mg) £2Hlx., 2S$mMWL 
tzo mUZ^Lfz^ 7X (3 0ml) itoz.* %m^fr (3 0ml) 1?=m 

^^A^D^h^y?^- (^ DD/tJVA I * ? y — ;V = 2 0 ! 1 ~ 9 I 1 ) \Z 
#U l#^^@?f^?:v^^^^-T-;HCT^t> tiffi-ft^ (1 9 lmg 

1H-NMR (4 0 0MHz, CDC 1 3) d I 6 . 37 (1H, br s), 
6. 97 (2H, d, J = 8. 6Hz) , 7. 23 ( 1 H, s) , 7. 57 (2 

H, d, J=8. 6Hz) , 7. 70 (2H, d, J = 6. 1Hz), 7. 86 
(1H, s) , 7. 99 (1H, br s) , 8. 83 (2H, d, J=6. 1 

Hz) . 

E S I -MS m/z : 2 8 1 (M+H) + . 

[0 3 9 3] 
&%W 10 5 

4- (N' )V*?-v>}iY7V;) 
[0 3 9 4] 
Hbl0 9] 
o 



tfiiEiff 2004-3054312 
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121/ 



[0 3 9 5] 

4 -fc K7vVgc,M=& (1 . 5 2 g) <7)^y-,H#$ (8 0ml) H4- 
*^*>7/U7'tK (1. 0 7g) SrflDx.. 3 l$Hftn&»SfE L£ 0 

SBft-frW (2. 3 5g) fc*feHJ$»fcLT»fco 

1H-NMR (4 0 0MHz, DMS0-d 6 ) 8\1. 17 (2H, d, J = 
8. 5Hz) , 7. 6 1 (2H, d, J = 6. 4Hz) , 7. 85 (2H, d, 
J = 8. 3Hz), 7. 90 (1H, s), 8. 56 (2H, d, J = 5. 1H 
z), 11. 15 (1H, s), 12. 32 (1H, br s) . 
[0 3 9 6] 

mm i 

4-t 0 'Jy>*my7;VfliK 4- (>f 5 1 ->f ;V) -7^;V 

[0 3 9 7] 
Mb 1 1 0 ] 

[0 3 9 8] 

4- 7x-;V7 5> (5 9 5. 5mg) (5 

ml) tSZXrm&m (5m 1) fc»fl*U OtCtlfflt >V ?A (3 10m 
g) (2ml) &3 0#jWtT«TL;fco Wat? 3 0$Mt#Lfcf£, 

-ffcXX (II) -tMW (1. 6 9g) Ostmm^ (3ml) fcinx-s gate 

T3 o#afc#Lfco o %7jc$Hfc# y * a TRM^ira r;i/# 

UttfcLfc^ ?dd*u : ^^y-;v=9 : i (lOOml) T'2EJftffiU 

1 lmg) £&fc 0 

nbfrtzm.m&X.rf*-^') ^>*^%>y7;Vft K (2 7 6 ^ 1) 
^-^ (1 0ml) l«ll 5B#^in^atg£L7to iI^*Ut7 7-r> 

avV*wn7K57-f- (^dd^a : **y-;v=3 o : D kx 



ffi|E# 2004-3054312 
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tt*lU mWMk&Qo (4 1 9mg) ZM&®fot Lt#^ 0 
1H-NMR (4 00MHz, CDC1 3 ) 5:7. 20 (1H, s), 7. 2 
2 (1H, s) , 7. 25 (2H, d, J = 8. 8Hz) , 7. 32 (2H, d 
, J = 8. 8Hz) , 7. 52 (2H, d, J=4. 7Hz) , 7. 66 (1H 
, s) , 7. 79 (1H, s) , 8. 25 ( 1 H, s) , 8. 61 (2H, d, 
J=4. 7Hz) . 

E S I -MS m/ z 12 6 4 (M+H) + . 

[0 3 9 9] 
H»J2 

4-lf'JV>*W'>7^fl:K 4- (4, 5-ytKnW-;P2-^f 

[0 4 0 0] 
Mfci 1 1] 

[0 4 0 1] 

4- (4, 5-^tKDf77-;V2-^f;v) 7x^7^/ (19 5mg) 
£7jt (5ml) i3«t^W^m (5ml) &C*§j|pu 0t)(:tI»h'J^^ ( 
9 0. 6mg) (Dfcm®. (2ml) £»9>o < ») fiTF Lfc e R»fcT3 0 4M»$fc 
, mtoX-TfcfPt? (4 9 4mg) OiftttRfttt (2ml) £jjnx., 

, ^DDW : >^/-;i,= 9 : 1 (2 0 0ml) KT2 0iHiLA. 

'Jy>^Wf+y7^ftF (52. 5,1 1) ( 8 m 1 ) IC#»L 

?7-f- (^nn*w : ^y- ;l/=3 0 . x) ^ggft^ (4 9> 

5mg) *ffe@#tLt#/; 0 

iH-NMR (4 0 0MHz, CDC 1 3) 5:3. 40 (2H, t, J =8. 

1Hz), 4. 43 (2H, t, J=8. 2Hz), 7. 14 (2H, d, J = 
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8. 8Hz), 7. 52 (2H, d, J = 6. 1Hz) , 7. 64 (1H, s) 
, 7. 79 (2H, d, J=8. 8 Hz) , 8. 08(1 H, s), 8. 61 ( 
2 H, d, J = 6. 1 H z) . 
E S I -MS m/z 12 8 3 (M+H) +. 
[0 4 0 2] 

4-e>Jy>*;i/^y7^ftK 4- C**^ V-)V- 5 - -f ;V) 7x^ 

[0 4 0 3] 
[ft 1 1 2 ] 



[0 4 0 4] 

4- 5 ->f /U) 7i-j^F7y> (1. 0 g) > 4-tf'j 

y>*my7WF (0. 61g) (50ml) ^tr— ^ 

J0iftM^L7Co M&it^U 7 -^"CfTOH U UUBft^ (1 

. 0 3 g) *%tZo 

1 H-NMR (400 MHz, CDC 1 3 ) $17. 20 (2 H, d, J = 8. 
5 6Hz) , 7. 24 (1H, s), 7. 52 (2H, J=5. 39Hz) , 7 
. 60 (2H, d, J = 8. 33Hz), 7. 63 (1H, s) , 7. 87 (1 
H, s) , 8. 06 (1H, br s), 8. 60 (2H, d, J = 5. 39H 
z) . 

FAB -MS m/z 12 6 5 (M+H) + 

!H-NMR (4 0 0MHz, DMSO-d 6 ) 8\7. 38 (2H, d, J = 
8. 82Hz) , 7. 57 (1H, s) , 7. 70 (2H, d, J = 8. 82H 
z), 8. 00 (1H, s), 8. 18 (2H, d, J = 6. 86Hz), 8. 
39 (1H, s) , 8. 74 (2H, d, J = 6. 86Hz), 11. 99 (1 



N 
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H, s) . 

FAB-MS m/z : 2 6 5 (M+H) +. 
[0 4 0 5] 

^I»!l4 

N- [4- (**-9-V-;v- 5 7x^;i/] — N' - 1: y v > - 4 - -f ;v 
^fV>l:K7y>*W>^ t e r t-7f;Vxxf;V 
[0 4 0 6] 
[ft 1 1 3 ] 




[0 4 0 7] 

4-fcf'J Vy?lKi£*vT)\'T\L F 4- (^^r^V'-^- 5-^;V) "7^^ 
^tK97^ (4 1 Omg) <DTHFv« (5 0ml) S^:tt e r t- 
7b^y^;^f>^iitl (4 0 6mg) iSiOM, 4-y^^7^f'Jy 
> (2 0 8mg) £;(JD;U 3BTO#L£ 0 'Mm^^Lfz^ 7rr>ay'J 

*Wo7K77^ (^^> : r-feh>=3 : i) KtfU ^fS-ft^t? 

(19 8mg) ZM&®fct LX&fZo 

1H-NMR (400 MHz, CDC 1 3 ) 8 : 1 . 51 (9H, s), 7. 2 
2 (1H, s) , 7. 27 (2H, d, J = 8. 6Hz) , 7. 46 (1H, s 
) , 7. 48 (2H, d, J = 5. 9Hz) , 7. 83 (2H, d, J = 8. 6 
Hz) , 7. 98 (1H, s) , 8. 59 (2H, d, J = 5. 9Hz) . 
ESI -MS m/z ! 3 6 5 (M+H) + . 
[0 4 0 8] 

N— [4- 5 -4 As) 7x^JV] -N' -t?';v>-4 

[0 4 0 9] 
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Hfcl 1 4] 
[0 4 10] 

4-tf'Jy>*;i/^y7;l'ft K 4- (^4r"9-V-;V- 5 -4 fr) 7 
IHiK?7V (5 9. lmg) £ J: tffcjfcMfc (3 1. 7^1) WTHF»« ( 
10ml) tK^T> DMAP (41. Omg) fcftl*., 3BBI«#Lfco» 
it9*LTft»xf^ (1 2 0ml) "C*iRU fW0ttfl:T f& 

= 1. 5 I 1) KftU SiSBft^ (2 3. lmg) ^fifelftt LT#fc 0 
1 H-NMR (400 MHz, CDC 1 3 ) 5:2. 64 (3H, s), 7. 2 
1 (1H, s) , 7. 25 (2H, d, J = 8. 6Hz) , 7. 45 (2H, d 
, J = 5. 8Hz) , 7. 46 (1H, s), 7. 86 (2H, d, J = 8. 6 
Hz) , 7. 98 (1H, s) , 8. 63 (2H, d, J = 5. 8Hz) . 
ESI -MS m/z:3 0 7 (M+H) + . 
[0 4 11] 

mmme 

N-^^V-N- [4- {*tt\r—fr- 5 -4 to) 7i-JV] -N' -k°'Jy 

[0 4 12] 
frffcl 1 5] 

[0 4 13] 

4 - fcf V v > * v T K 4 - (* 5 - ^ fr) 7i- 

^K5 7> (7 6. 3m g) ^i^j&'J-jA (12 Omg) ODMF (1 

0ml) gj&K"C3-Mfc.*?-/u (5 4. 0/*i) &;!jux^ SO'CT^uf 

W«#Lfco -RlE***- (10 0ml) ^nnW. ^;-;i/=9 

ffi§E# 2004-3054312 
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: i ( i o o m i ) -cmm Lm^msa- v •> i,«L^ r 

W^-Fv'J^m^A^nvf^?^ - (A^rt>:7-b^V=l. 5 
I 1) KttU «iEfk£-!» (18. Omg) fcttfefflflsfc LT#fc 0 
1 H-NMR (400 MHz, CDC 1 3) d : 3. 50 (3H, s), 7. 2 
8 (1H, s) , 7. 42 (1H, s) , 7. 46 (2H, d, J=8. 8Hz 

) , 7. 56 (2H, d, J = 6. 1Hz) , 7. 64 (2H, d, J = 8. 8 

Hz) , 7. 90 (1H, s) , 8. 59 (2H, d, J = 6. 1Hz) . 

ESI-MS m/z : 2 7 9 (M+H) + . 
[0 4 14] 

nMM7 

N- [4- (4 -3- K*3r-9-V-;i/- 5 -4 As) 7x^] -N' 
-4 — 4 Y*7V>1j t e r t -/f^xxf^ 

[0 4 15] 

Mfci 1 6] 




[0 4 16] 

T)V^>W-n%T, N— [4- (^#-9-^-^-5-^^) 7i-;H — N' 
-tT';> ? >-4--f ;l/^-f-lx>t: K7y>*;l/r/f ter t - , 7^-;^^.;*.T• 
;l<' (2 0 5mg) ©THFM (6ml) fc„ -7 lM'Jf ^A^^rt 
^WyyvK-THFiiKGig^l, 1. 1 e q u i v) fcJniU Fli& 
CtlfWLt 3^* (2 1 4mg) OTHF^I (2ml) £inx.T- 
7 8'CtCTlBf^. ortCTl 5 53*£L£ 0 (9 0ml) 

(^^-9-> : T-bh>=3 I 1) KtfU SHBtt^ (1 1 4mg) 
1 H-NMR (400 MHz, CDC 1 3 ) * : 1. 52 (9H, s), 7. 2 
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4 (1H, s) , 7. 30 (2H, d, J=6. 6Hz) , 7. 49 (2H, d 
, J =4. 6 Hz) , 7. 95 (1H, s), 8. 18 (2H, d, J = 6. 6 
Hz) , 8. 5 9 (2H, d, J = 4. 6Hz) . 
ES I -MS m/z : 4 9 1 (M + H) +. 

[0 4 17] 
*WJ8 

4-ev y>*;v^vr;vT*ii K 4- (4 - 3- K**-9-y-;v- 5 ->f ;v 

) 7x-JHi K9'/V> 
[0 4 18] 
Mfcl 1 7] 



[0 4 19] 

N— [4- (4-3-K*3M^/-/l/-5->f 7x-JV] -N' -fefVv* 
>-4-^^fl/>tK7y>*^8 tert-yf;^T^ (11 
3. 5mg) ^on^^^(ioml) |j|(:t 
(3ml) Z1)nx.4mmm&LfZo fifflSY* (4 0ml) £Jnx.;fc1& * n n 

(4 0ml) t2@iffiU ^TK^m^bV^AT^^L^o 
U yxf^x-f)K;tff^ U HSgEft^ (7 3. 4mg) ZM&mftt 

iH-NMR (400 MHz, DMSO-d 6 ) 8 : 7. 25 (2H, d, J = 
8. 8Hz) , 7. 60 (2H, d, J = 5. 9Hz) , 7. 80 (2H, d, 
J = 8. 8Hz) , 7. 86 (1H, s) , 8. 42 (1H, s) , 8. 54 ( 
2H, d, J=5. 9Hz), 11. 0 6 (1H, s) . 
ES I -MS m/z : 3 9 1 (M+H) + . 
[0 4 2 0] 




mm 9 
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[0 4 2 1] 
[ftl 1 8] 




[0 4 2 2] 

3- (**^V-;V- 5 -4 >V) 7x-jl/7 ~ > (4 2 1mg) &7jc(8ml 

) 43 «t <7Wim (8mi) izmmL, oviz-cMmm.-i-hw^ (2i8mg) 

^7K» (2ml) £ 3 0 frfrlfXMT Ltz 0 mU^X 3 0 frMWik, ^ft* * 
Ziy&to® (1. 19g) (Difmm. (3ml) ^fl££flfTLMS^T3 0 7>m#L 

: ^nn*;VA= 1 : 9 (2 0 0ml) X 2 HJJfim Ltz 0 iGfrffl&l- h V 

»«E*9*LT*ffeH5^»*»aEfcLT#fco 2Sifcfc J: 4 - tf U v > 
*;V^y7^ft K (2 2 7^1) (8ml) iz^MLl 5Wffl 

mmmmLtzo mmz^Lx&htifzmfmz^-TfrKxmfrL, mz4t& 
m (4 7 2m g ) *n&mfct Lxmzo 

iH-NMR (4 0 0MHz, CDC 1 3 ) 817. 11 (1H, d, J = 7. 
9Hz) , 7. 23 (1H, d, J = 7. 6Hz), 7. 36 (1H, t, J = 
7. 8Hz) , 7. 39 (1H, s), 7. 46 (1H, s), 7. 54 (2H 
, d, J = 5. 9Hz) , 7. 65 (1H, s) , 7. 94 (1H, s) , 8. 
04 (1H, s), 8. 62 (2H, d, J = 5. 9Hz). 
ESI -MS m/z:2 6 5 (M+H) + . 
[0 4 2 3] 

mnm 1 o 

4-bfu > y >*;i/^->T;VT't: K 2- (**-9-V*-;v- 5 — f;u) 7i^;v 
[0 4 2 4] 
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[fbi 1 9] 




[0 4 2 51 

2- (^^-9-^-^-5-^^) 7x^7^ > (7 7 7mg) £tK (1 0m 
1 ) *5 «t CTftttR (10ml) U 0 iCH-CMmf- b 'J »7 A (402m 

g) <D*MiBL (2m 1) £3 OfrfrlfTtoz.tZo iffl|:t3 O^aBPffe* ia-ftX 
XziTK^t; (2. 1 9 g) Oat^mitm (3ml) fcflD*., SififcT 3 05«# 
L£ 0 2 0%7fc$tffc#'; ^ATK^^iD^T^JSm^T^T&'m^L, ^nn* 
: 9 : 1 (2 5 0ml) -?2 Lfco &7K3lc$^ b V »7 A 

■cftjftft, mm*®* L#»-feo«aE«r»^o siats * tr 4 - tr »j ^ > * ;w*** 

yWtK(3 4 6//l) ^^-^ (8ml) t«Ll5H^DiII 
LfCo L/i^ 77 , r>ay'J*y;V*7A^DYb^77-f- (^ 

DD *^ : **y-;i/=3 0 I 1) fcttU flWB'fk'frW (6 1 lmg) £3T& 

1H-NMR (4 0 0MHz, CDC 1 3 ) 517. 00 (1H, t, J = 7. 
8 Hz) , 7. 26 (1H, s), 7. 40 (1H, t, J = 8. 0Hz), 7 
. 48 (1H, d, J = 7. 8Hz) , 7. 53 (2H, d, J = 6. 1Hz) 
, 7. 72 (1H, s) , 7. 79 (1H, d, J = 8. 3Hz), 8. 04 ( 
1H, s) , 8. 62 (2H, d, J=6. 1Hz) , 8. 82 (1H, s) . 
E S I -MS m/z : 2 6 5 (M+H) + . 
[0 4 2 61 

mmm 1 1 

i-\£i)i?>%frtf*i/7n'T\zV 4- (e^V-zu- 1 --Ov) 7x^t 
[0 4 2 73 
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Mtl 2 0] 




[0 4 2 8] 



4- {\Z*7V-)V- 1-4 to) 7i-^7^ > (6 4 6mg) £7)c (10ml 
) fciMi (10ml) KigfllU OtCtliltHj^A (3 3 6mg 
) ?>7M#i£ (4ml) £3 0$WtTJn;ifco Riac-C3 0 5M**H&* liUX 
-TKfQtf (1. 8 3g) (Os|^I)S (4ml) £flO;i> MillCT 3 0 #»#L 

A : ^ ? 7 -;V= 9 I 1 (100ml) "C 2 Ultfltti L£ 0 &7k«5»?* hVfAt? 
f&MU t*»fe05Sa£S:#feo 5SS*5 <fc £F4 — If V v > * JUJ** v 

7WF (3 2 4/^1) (8ml) b 1 5 I^WJn«t««E t 

n*;vA : y * j -;v= l o : l ) izft u W&ik&b ( l 0 7 m g) 

1 H-NMR (400 MHz, D2O) $ I 6. 35 (1H, s), 6. 95 ( 
2H, d, J = 8. 6Hz) , 7. 14 (1H, s) , 7. 22 (2H, d, J 
= 9. 0Hz) , 7. 47 (2H, d, J = 5. 8Hz) , 7. 51 ( 1 H, s 
) , 7. 76 (1H, s) , 8. 07 (2H, d, J=5. 8Hz) . 
ESI -MS m/z : 2 6 4 (M + H) + . 
[0 4 2 9] 

mmm 1 2 

4-t°>Jy>*;i'^y7;i'7 f HK 4- ( [1, 3, 4] t^yTV-^- 
2— 4 )V) 7x-;Hif'7 7> 

[0 4 3 0] 
[ftl 2 1] 

[0 4 3 1] 

ffiliE# 2004-3054312 
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4- ( [1, 3, 4] t^v7y-A-2-^l/) 7x^HK9'^ (5 
8mg) <9.x*/-;Hg$ (20ml) 4 - fc/ntf* y/^ft K (35mg 

) *toz-s i. 5*HftiftsifcLfc. #**a*LT»e>*L«»a»»*'>y*r 

0 : ltttttRJ: 0»fc*H*»BEift»U m?At&!fa (64mg) «#&B9^ 

1H-NMR (4 0 0MHz, DMSO-d 6 ) * : 7. 30 (2H, d, J = 
8. 8Hz) , 7. 64 (2H, d, J = 5. 9Hz) , 7. 92 (3H, m) 
, 8. 5 7 (2H, d, J = 5. 9Hz), 9. 2 3 (1H, s) , 11. 2 3 

(1 H, s) . 
ESI -MS m/ z : 2 6 6 (M + H) +. 
[0 4 3 2] 

mmm 1 3 

4-ey^*mi.r m K 4 _ ( 5 _^ ;l/ [1? 3> 4] 

[0 4 3 3] 
Mb 1 2 2 ] 



[0 4 3 4] 

4- (5-^;v [1, 3, 4] tWr/-;i'-2-^;i') k 
(2 12mg) Ox^y-^$ (3 0ml) 4 vT^fc 

k (1 2 0m g ) srjD^, 1 ttntiMXift vtz 0 mm*m&Lxnbtiz>mm 
; ~)v&±Tfv^)VJu~T)vx~mmk, «a»u mba:** (277m 
g) ^ffes^at^. 

2 H-NMR (4 0 0MHz, DMS0-d 6 ) <* : 2 . 55 (3H, s) , 7 
. 28 (2H, d, J = 8. 8Hz) , 7. 63 (2H, d, J = 5. 9Hz) 
. 7. 85 (2 H, d, J = 8. 8Hz), 7. 91 (1H, s), 8. 57 ( 
2H, d, J = 5. 9Hz) , 1 l. l 9 (1H, s) . 
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FAB-MS m/z I 2 8 0 (M + H) +. 

[0 4 3 5] 
H»J 1 4 

4-^'Jy>*my7^fliK 4- (5-^^ [1, 2, 4] 
7V-;v-3-^v) 7x-;mK7V*> 
[0 4 3 6] 
[ft 1 2 3 ] 

[0 4 3 7] 

4- (5-^;v [l, 2, 4] t+ty7V-^-3-^^) 7x-;mK 
(19 2mg) «)x^-^|jj[ (3 0ml) K 4 - * fl/tf* isTfrTK. 

k (io8mg) srjpx., i wmmmMmLtz 0 mm^m^LxnhfLh-mmm 
**jx-T)vx.-y-)\<-emmk, *s*u mm<t&m (2 6 4m g ) *n&mmo 
t Lxntz 0 

1 H-NMR (400 MHz, DMS0-d 6 ) S : 2. 64 (3H, s), 7 
. 26 (2H, d, J=8. 5Hz) , T. 63 (2H, d, J = 5. 9Hz) 

, 7. 89 (2H, d, J = 8. 5Hz) , 7. 90 (1H, s) , 8. 57 ( 

2 H, d, J = 6. 1Hz), 11. 14 (1 H, s). 
FAB-MS m/z : 2 8 0 (M+H) + . 

[0 4 3 8] 

mmm 15 

4-fc , 'Jy>*my7WK 4- ( [1, 2, 4] tWr'/-*- 

3-^r;v) 7z-^KK9 , /> 

[0 4 3 9] 
Mb 1 2 4 ] 

[0 4 4 0] 

mSE#2 004-3054312 
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4- ([1, 2, 4] t4tv7'/-JV-3-^V) 7x-;mK7y> (9 
6mg) 0-x*y-;W&?& (2 0ml) l:4-*my7JVftF (5 8. 9 
mg) SrflDx., lBf^*P^f»fLt7to ^M^^Lxnh^nmo^'J^ )V 
^-T)\>X~mmk, ^ffift^ (1 2 7mg) Zfi&m^t LX%tz 

o 

1 H-NMR (4 0 0MHz, DMSO-d6> 7 . 28 (2H, d, J = 
8. 8Hz) , 7. 63 (2H, d d, J=4. 4Hz, 1. 5Hz) , 7. 
91 (1H, s) , 7. 94 (2H, d, J = 8. 5Hz) , 8. 57 (2H, 
dd, J = 4. 4Hz, 1. 5 Hz), 9. 60 (1H, s), 11. 15 ( 
1H, s) . 

FAB-MS m/z 1 2 6 6 (M + H) +. 
[0 4 4 1] 

mmw 1 6 

4-fcfV y^^mvT^fl; K 4- ( 3 f-^- 3 H--f 5 
4-4)V) 7x-;HiK7V*> 
[0 4 4 2] 
[ftl 2 5] 




[0 4 4 3] 

4- (3-^f^-3H-^^V'-;K4-^l') 7x^kK7-7> (1 
2 4mg) <7>^^y-;V^W (30ml) 1:4 -^^^vT^ft K (70. 

7m g ) i^»it»KL^ 0 mmz%£LT&t>tiz>mm®zi'V* 
i o : i~5 : lmmuzvntiftmitffi&mML, mzit&m a 4 3m g ) 

1 H-NMR (400 MHz, CDC 1 3) a I 3. 66 (3H, s), 7. 0 
6 (1H, s), 7. 21 (2H, d, J = 8. 5Hz), 7. 32 (2H, d 
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, J = 8. 3Hz) , 7. 52 (2H, d, J = 5. 9Hz) , 7. 53 (1H 
, s) , 7. 66 (1H, s) , 8. 42 (1H, s) , 8. 60 (2H, d, 
J =6. 1 Hz) . 

FAB-MS m/z 12 7 8 (M + H) +. 

[0 4 4 4] 
$kMM 1 7 

4 -t? U y'V^V^yT^f t: K 4- (4 -^^V- 5-*^V-4, 5- 
^EKn [1, 2, 4] t^ty'7y-;i/-3-^^) 7x-;i/t V*> 
[0 4 4 5] 
Utl 2 6] 




[0 4 4 6] 



4- (4 -^^-5-:*3rV-4, 5-vfcKn [l, 2, 4] t^ty'7 
3->f;W 7x-j^K7^> (4 8mg) ox^;-^ (2 0m 
1) i:4-*my7mK (2 5. 7mg) 4rJnit, l^mmSftLft: 

tfi^tf (40m g ) ^m^mmah lt#^ 0 

!H-NMR (400MHz, DMSO-d 6 ) <S : 3 . 22 (3H, s), 7 
. 29 (2H, d, J = 8. 8Hz), 7. 62 (2H, d, J=8. 8Hz) 
, 7. 64 (2H, d, J = 6. 3Hz) , 7. 91 (1H, s) , 8. 56 ( 
2H, d, J = 5. 6Hz) , 1 1. 2 2 (1 H, s) . 
FAB-MS m/z 12 9 6 (M + H) +. 

[0 4 4 7] 
11*608 1 8 

N- [4- (4-fc Kn^y^ 9- 5 -J )V) 7i-;H -n* 

-tfy v>-4--f fr*?-U>\z VjVyfjfrtfVWL tert -73-)U^*t- 

[0 4 4 8] 
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Mfcl 2 7] 




[0 4 4 9] 

/^*;U7^fli K (lOg) * 1 6 orfcJnfftU MtS*^A7^7' 
tm*-78tWTHF»« (20ml) C15«iM, -<7>i#$[£ 
wat:«ofc, — N- [4- (**-9-v*-;v- 5--f ;v) -N 

(9 6 8mg) WTHFil (16ml) fc, T;vrf >#H^CF- 7 8"CJC 
t\ lM'Jf)AAH^f;v^y7y K-THFil (3. 2ml) fcJnx., 
Rfifc T 1 R$|!Qtt# L £f£, *M7;i/fHKWTHFiI^TLC iiBKfl-^^ 

t^m^t-^i-essTt^o ovtzmuL, 3 o$M*#Lfco * u 0 0 

ml) ^inx.^nn^;l/A ( 1 0 0 m 1 ) "C 2 mfflffi U h '^Af 

I T*Y>=2 : 1-1 : 1) KttU tKffrfk*<lfe (1 7 5mg) *Jtfe 

iH-NMR (4 00MHz, CDC 1 3 ) ail. 52 (9H, s) , 2. 6 
4 (1 H, br s), 4. 85 (2H, s) , 7. 23 (1H, s), 7. 3 
1 (2H, d, J = 8. 6Hz) , 7. 49 (2H, d, J = 6. 1Hz) , 7 

. 87 (2 H, d, J = 8. 6Hz), 7. 95 (1H, s), 8. 59 (2H 

, d, J = 6. 1Hz) . 

ESI -MS m/z:3 9 5 (M + H) +. 
[0 4 5 0] 

mMm 1 9 

4-f'j^>*my7;vftK 4- (4 -fc Kn^y^f;i/t+t7-;v 
-5-^f;V) 7x-;n:K7VV 
[0 4 5 1] 
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Utl 2 8] 




[0 4 5 2] 

N— [4- (4 -fc Kn^ry^f^t+f7-;V- 5 ->f /U) 7i^;i/] -N 
' - e ' J y V - 4 - ^ f 1/ V t K 7 y > * ;V > t t er t-7*f^xx 

(4 7. 2mg) Oy^nn^ (6ml) ISCt h >j 

n@^m (2ml) ^Jp£2B#r H m#L7to ^^@*LT^|^ ( 
5ml) ^LhVxf-^rr/ (1ml) fciDx-^KT 1 B#H»m# L7t 0 
^%W*LT7fc (4 Om 1 ) SrJnx.> * n n*;i/A : * ? y -;v= 9 : 1 (4 
Oml) ^^UltttBLitTK^^hU^A-C^L^o mm^^Lxn^ frtz 

mfzmz^-T-ti'-em&L, mmt&y>j (12. omg) ^fifea#tLtn/: 

o 

1H-NMR (4 0 0MHz, DMSO-d 6 ) <*:4. 50 (2H, d, J = 
5. 4Hz) , 5. 25 (1H, t, J = 5. 4Hz) , 7. 25 (2H, d, 
J = 8. 5Hz) , 7. 62 (4H, m) , 7. 86 (1H, s) , 8. 29 ( 
1H, s) , 8. 55 (2H, d, J = 5. 9Hz), 11. 03 (1 H, s) 

FAB-MS m/z : 2 9 5 (M+H) + . 
[0 4 5 3] 

nikm 2 o 

4 - tfV y>^Kf^fy7)l/fH K 4- (fc: 'J v 3 -4 fr) 7x-;l/tK 

[0 4 5 4] 
Utl 2 9] 




[0 4 5 5] 
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§ 

4- (tfV v>-3->f fr) 7x-^KK5^ (5 8. 6mg) 
* (8ml) £»»U 4-k ,, Jy>*my7WK (2 9. 7^1) * 

nv^?7^ (^od^^a : ^?/-;u=9 : i) fcftu WbtitzmM 

ty*yx.?-)\,3--T)\<x~m&^x, mmt^m (74. 2m g ) z&m&mfot 

iH-NMR (4 0 0MHz, DMSO-dg) 8:7. 24 (2H, d, J = 
8. 6Hz) , 7. 42 (1H, dd, J = 4. 7Hz, 7. 8 Hz) , 7. 
59 (2H, d, J=4. 7Hz) , 7. 65 (2H, d, J = 8. 6Hz) , 
7. 84 (1H, s) , 8. 00 (1H, ddd, J = l. 5Hz, 3. 9, H 
z, 7. 8Hz), 8. 47 (1H, dd, J = l. 5Hz, 4. 7Hz), 8 
. 53 (2H, d, J = 4. 6Hz) , 8. 85 (1H, d, J=2. 2Hz) 
, 10. 9 4 (1 H, s) . 
E S I -MS m/z 1 2 7 5 (M+H) +. 
[0 4 5 6] 

mmm 2 1 

4-e'Jy>5!;Wy7WK 4- (6-^fM>v*f T , /-iV-2- 
4 )V) 7x-;viiK7 , /y 
[0 4 5 7] 
Utl 3 0] 




[0 4 5 8] 



4- (6 -^fMV , /f7V-Jl'- 2 7x^vtK7y> (9 0. 

2mg) $r^^/-;V (8ml) K^ML, 4 - k?V v v7^fli K 

(34. 9^1) ^jjnx.T5 0 < ClCT2B#rBm#L7to ^*^*bT#^tL^ 
IW^yxf^x-r^t'^Lt, ^Ifi^tJ (7 1. 2mg) 

iH-NMR (4 0 0MHz, DMSO-d 6 ) 5:2. 43 (3H, s) , 7 
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. 26 (7H, d, J = 8. 8Hz) , 7. 30 (1H, d, J = 8. 3Hz) 
, 7. 62 (2H, d, J=8. 1Hz) , 7. 84 (2H, d, J = 8. 6H 
z) , 7. 90 (1H, s), 7. 96 (2H, d, J = 8. 7Hz), 8. 5 
6 (2H, d, J = 5. 9Hz), 11. 18 (1H, s) . 
ESI -MS m/z ! 3 4 5 (M+H) + . 
[0 4 5 9] 

mmm 2 2 

4- (4 — jt*-ji'\£ui?>'— 1 ->f ^>X7^ft K 4- (6-^^;v 

[0 4 6 0] 
[ft 1 3 1 ] 



[0 4 6 1] 

4- (4 -«**-/H^?S»- 1 ^VX7;Vft K (8 7. 4mg) 

££#4- (6-^fM>7f7'/-^- 2-4 )V) 7x-;VkK5^> (9 
2. 7mg) «r^^y-;V (8ml) KifiFtfU 6 0 VKX 2 BtHOtniifMf % L£ 
o mmz^Ltz'^ ^nn*H : ;**/-;v=9 : l (100ml) 
Lt&fnmw*. (5 0mi) -e^tr, m^WSL-f- v y -)a«l^ 0 

'S&LX&btit: mW&l * t- )\,& J: tTx 9 J - ^ T^?t U {Rf b 
^ (9 2. 6mg) SrH«fe@#fc LT#fco 

iH-NMR (400 MHz, DMSO-d6) 5:2. 22 (3H, s), 2 
. 43 (4H, s) , 3. 20 (4H, s) , 6. 95 (2H, d, J = 8. 6 
Hz) , 7. 13 (2H, d, J=8. 6Hz) , 7. 28 ( 1 H, d, J = 8 
. 5Hz) , 7. 52 (2H, d, J = 8. 5Hz) , 7. 80 (1H, d, J 
= 8. 3Hz) , 7. 83 (1H, s), 7. 85 (1H, s), 7. 89 (2 
H, d, J = 8. 8Hz), 10. 57 (1H, s). 
ESI -MS m/z : 4 4 5 (M+H) +. 
[0 4 6 2] 
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» 

mmm 2 3 

4 — )Vt$*c v T frTte. K 4- (4, 5 - v t: Kn j-^y-V-fr- 2 

[0 4 6 3] 
Ull 3 2] 

[0 4 6 4] 

4- (4, 5-ytKot+t^/-;V-2-j;V) -7jc~;ut3;> (4 4 4m 

g) ^tk (6mi) nxvmmm (2m i) Kisjiiu ot^-cratm^ V •> 

A (2 0 8mg) <D&m%L (lml) £*>o < 0 SSTLfco l^fiCtlHW^ 
M> ^b^XZLTfcfD^ (1. 2 4g) <0*ftBfeigFi£ (lml) *iDx.. Mi&KT 
1 B#fffl«# Lfco KJ&ifcfc: 2 0 %7Xm^ V * A7Xv#^^*nx.TT;V7> V tt£ LT 
, ?nn*;VA : ;*?/-;i/=9 : 1 (2 0 0ml) i:r 2 EffltB L/io fc*MK 
Kth'J^A-eftjftU LT*»fe05Sa£*»^o ^S&fc £t>* 4 - fcf 

V v>7j;V^#vT;Vt , H K (3 3. 1/ul) (8ml) £jgfi?L 

Vyyj- (^nnw : ^ 3 0:1) £ffrU '&hKtzW&%Q* 
yxf;l,x-f;H:t^L, EHBlfc^ (2 1. 6mg) £]Srfe|II#<h LT# 

iH-NMR (4 0 0MHz, DMSO-d 6 ) «5 : 3 . 90 (2H, t, J = 
9. 3Hz) , 4. 33 (2H, t, J = 9. 5 Hz) , 7. 16 (2H, d 
, J = 8. 8Hz) , 7. 59 (2H, d, J = 6. 1Hz) , 7. 74 (2H 
, d, J = 8. 6Hz) , 7. 86 (1H, s) , 8. 54 (2H, d, J = 5 
. 8Hz) , 11. 0 9 (1 H, s) . 
ESI -MS m/z : 2 6 7 (M+H) +. 
[0 4 6 5] 

mmm 2 4 

4 -fcfV v?>*Wy7^fli K (E) -4- [2- (**-9- V—fr- 5 - 
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[0 4 6 7] 

(E) -4- [2- 5 ->f ;W i£-;u] 7x-^tK5fv 

(7 0mg) «>x*y-;i,$gi£ (2 5ml) tU-^^^vT^ft K (3 8 
. 6mg) ^Jn^., mKiD^ilslLL^o »«t*«*LT#fetL*»aE«f*i/U 

1 0 : lMJ:t)#^|«ffil, ft»U SSEft^ (8 Omg) £*S 

1 H-NMR (400 MHz, DMSO-d 6 ) * : 7. 00 (2 H, s), 7 
. 13 (2H, d, J=8. 5Hz) , 7. 1 7 (1H, s) , 7. 50 (2H 
, d, J = 8. 5Hz) , 7. 58 (2H, d, J = 8. 5Hz) , 7. 82 ( 
1 H, s) , 8. 31 (1H, s) , 8. 53 (2H, d, J = 5. 6Hz) , 
10. 9 5 (1 H, s) . 
FAB-MS m/z : 291 (M+H) +. 
[0 4 6 8] 



4- (v^f^T^^f^) ^Oyr^'TMV (E) -4- [2- 
v*-)\>-5-y( )V) tfx;i/| 7x^;i/tK7 7> 
[0 4 6 9] 
Kfcl 3 4] 



[0 4 7 0] 

(E) -4- [2- (**iJ-vf-/u- 5-4/10 tf-;v] 7x-;i/tK7-7> 
(96mg) <D^9 ; -)VmWi (30ml) \Z 4 - (N, N-7>W?7^ 



»!l 2 5 




Me 
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soyTfrryzYiaat&L (9 8m g ) srinix., \nmmms.LtL 0 mm 
a : * * /-;v= 1 o : n:t}iifflUco tii^ltt h y ^A-cft*», $ 

jru ^nn*u : ^ tK= 1 5 : 3 : i/rmmmux vnfzftm 
iiitEBm, *ai*u ymi&m (2 5m g ) zm&&®fz%>}tLxmzo 

1 H-NMR (400 MHz, CDC 1 3 ) $ : 2. 27 (6H, s), 3. 4 
6 (2H, s) , 6. 76 (1H, d, J = 16. 4Hz), 7. 01 (1H, 
s) , 7. 04 (1H, d, J = 16. 1Hz), 7. 10 (2H, d, J = 8 
. 5 Hz) , 7. 32 (2H, d, J = 8. 1Hz) , 7. 40 (2H, d, 
J=8. 8Hz), 7. 62 (2H, d, J=8. 1Hz), 7. 70 (1H, 
s) , 7. 7 4 (1 H, s) , 7. 8 1 ( 1 H, s) . 
FAB-MS m/z 13 4 7 (M+H) +. 
[0 4 7 1] 

mmm 2 6 

4-t*'Jy>*my7mF 4- (-fS^V[l, 2 -a] tfVv^- 

[0 4 7 2] 
Mtl 3 5] 

[0 4 7 3] 

4- US^VEl, 2-a] \£Vi?>-2-4fr) 7i-^K5^> (1 
6 0mg) (75^^y-;u^ (3 0ml) C4-*MWmK (7 7m 

g) £2jdx. iWFWjnf»»a£L7t 0 ^^^lt^*^^^^*^ 

*7A^D7 h^^^-f-twf^StffiJjit, ^nn*M : ^/-;u=2 0 : 
1-10 : l»ffl*BJ: $»fc#®*«JE«ffiU S££IU atlBfc-fr* (1 2 4mg 

!H-NMR (4 0 0MHz, DMSO-d6) <*:6. 87 (1H, t, J = 
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6. 7Hz) , 7. 21 (3H, m) , 7. 54 (1H, d, J = 9. 0Hz) 
, 7. 61 (2H, d, J=4. 9Hz) , 7. 85 (2H, d, J=8. 3H 
z), 7. 89 (1H, s), 8. 27 (1H, s) , 8. 50 (1H, d d, 
J = 6. 7Hz, 0. 9Hz), 8. 55 (2H, d, J=4. 9Hz), 10 
. 9 3 (1 H, s) . 

FAB-MS m/z : 314 (M+H) +. 
[0 4 7 4] 

mmm 2 7 

4-tfV v>*;v^^vT^T*li K 4- (5, 6, 7, 8-f h7^^Kn^f 
S*V[1, 2-a] eUv>-2--T;v) 7x-^HK9V> 
[0 4 7 5] 
[flSl 3 6] 

[0 4 7 6] 

4- (5, 6, 7, 8-f h7A^Kn/f5^/ [1, 2 - a ] fc?' J v >- 2 
->f ;u) 7x-;Hi K7v> (1 1 5mg) O^i* y -;W#f£ (2 0ml) C4 
-*mv7;VfliF (55mg) *Jnx.. 1 ISWiW««BltLfco 
Lt#^tL^g^y'j*7'^*7A^nTb^97^-t:tMiiSU ? 

ffiffc-fr* (8 6mg) «rttfittffl»WfcUT»/io 

iH-NMR (400 MHz, CDC 1 3) d : 1. 94-2. 00 (4H, ra 
), 2. 93 (2H, t, J = 6. 0Hz) , 3. 97 (2H, t, J = 5. 7 
Hz) , 6. 99 (1H, s) , 7. 12 (2H, d, J=8. 5Hz) , 7. 
48 (2H, d, J = 5. 9Hz) , 7. 57 ( 1 H, s) , 7. 68 (2H, 
d, J=8. 5Hz) , 8. 25 (1H, s) , 8. 56 (2H, d, J = 5. 
9Hz) . 

E I —MS m/z:317 (M) +. 
[0 4 7 7] 



tilSE# 2004-3054312 



ijf m 2003-094257 



H»J 2 8 

4-^>y"r;vt?r> v'> 4- jp-^>/-;v- 5 - )i>) 7x^tF7V> 
[0 4 7 8] 
[<tl 3 7] 



[0 4 7 9] 

4- (sf-*-^/-^- 5 -*f fr) 7x-;VkK7y> (0. 1 0 g) , 4-^ 
>*/4fr&) *?y (0. 1 0 g) (1 0ml) ^KMk, 

MtiiLtzo mei&iu ; -frx-m-ffi&L, muit^m (o. 019 

g) znfz 0 

iH-NMR (400 MHz, CDC 1 3 ) S : 7. 14 (2H, d, J =8. 
8 2Hz) , 7. 22 (1H, s), 7. 30-7. 40 (5H, m), 7. 4 
8 (1H, br s) , 7. 5 3 -7. 6 0 (4 H, m) , 7. 85 (1H, s 
), 8. 89 (2H, dd, J = 5. 88 and 1. 22Hz). 
FAB-MS m/z : 341 (M + H) + . 
[0 4 8 0] 

mmm 2 9 

[0 4 8 1] 
Wfcl 3 8] 



[0 4 8 2] 

4- (^^-9-^-^-5-^^) 7x^tK9^> (0. 4 6 g) , 4-^ 
^W^;^>X7WK (0. 3 9g) (2 0ml) 4>K 
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tl (0. 1 9 g) =H#£o 

iH-NMR (400 MHz, CDCI3) a : 3. 01 (6H, s), 6. 7 
2 (2H, d, J=9. 03Hz), 7. 12 (2H, d, J=8. 79Hz) 
, 7. 19 (1H, s) , 7. 5 0-7. 6 0 (5H, m) , 7. 66 (1H, 
s) , 7. 8 5 (1 H, s) . 
FAB-MS m/z : 3 0 7 (M + H) + . 
[0 4 8 3] 

mmm 3 0 

^;r/-4-*m>7;i'ftK 4- 5 --r;v) 71- 

[0 4 8 4] 
[ftl3 9] 




[0 4 8 5] 

^yjV-4-*Wy7;Vfl;K (0. 0 8 9 g) . 4- (^^V*-^ 
— 5 — f ^) 7x^;l/fcK7y> (0. 1 0 g) (30ml) "fie 

$T(0. 0 4 g) fclffco 

1 H-NMR (400 MHz, CDCI3) : 7 . 25 (1H, s), 7. 6 
0-7. 65 (4H, m) , 7. 7 5-7. 8 0 (3H, m) , 7. 89 (1H 
, s), 8. 16 (1H, d, J = 8. 06Hz), 8. 24 (1H, s), 8 
. 32 (1H, s) , 8. 61 (1H, d, J = 8. 30Hz), 8. 94 (1 
H, d, J =4. 3 9 H z) . 
FAB-MS m/z 13 15 (M+H) + . 
[0 4 8 6] 

nam 3 1 

ttJliE#2 004-30543 12 
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4-T-fe^;vn°Vv> 4- (**-9-V-;i— s-'f ;v) 7xi/n; K97> 
[0 4 8 7] 
Hfc 1 4 0 ] 




[0 4 8 8] 

4- (**-9-V-;v-5-'f 7x-;n:K7y> (5 0. Omg) 
J-fr (8ml) KigtfFU 4-7Wf;y> (31. 6 M 1) £ftlx.-C3 

(^^>:7-feh>=i : i) Kftu #^*t£@^tJ£^-x;vTi5fc?#- 

U WIB-fk^* (3 7. 2mg) SrSN$*feH#i: LTf£fc 0 
1 H-NMR (400 MHz, CDC 1 3 ) 5:2. 23 (3H, s), 7. 2 
6 (3H, m) , 7. 61 (2H, d, J=8. 6Hz) , 7. 67 (2H, d 
, J = 6. 4 Hz) , 7. 68 (1H, s) , 7. 88 (1H, s) , 8. 61 

(2H, d, J = 6. 3Hz) . 
ESI-MS m/z: 2 7 8M + . 

[0 4 8 9] 
H«!I3 2 

^>X7^ft K 4- (**-9-y-;v- 5 -4 ;v) 7x-jh:F7 , /> 
[0 4 9 0] 

Kb 1 4 1 ] 




[0 4 9 1] 



4- 5-<f ;U) 7x-jHiK7y> (5 9. 6mg) 

-/-/U (8ml) KigflfU ^>X7W K (3 4. 7 yu 1 ) *irax.T 5 B#IH 

fln&3tm l o jftH £ ^* LTfi^ Ktzmma £ v ^ ^ ^ - 7- ^ & £ * 

>"?m&L. %mik&® (3 9. Omg) ^^WfeHfltfc LT#£o 

1 H-NMR (400 MHz, CDC 1 3 ) 317. 17 (2H, d, J = 8. 
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8 Hz) , 7. 22 (1H, s), 7. 33 (1H, s), 7. 41 (2H, t 
, J =7. 1Hz) , 7. 58 (2H, d, J = 8. 8 Hz) , 7. 68 (2H 
, d, J = 7. 1Hz) , 7. 73 (1H, s), 7. 75 (1H, br s) 
, 7. 8 6 (1 H, s) . 
FAB-MS m/z: 2 6 3M + . 

[0 4 9 2J 
H*fe0O 3 3 

4- H K-5-* Ky^>X7m K 4- 
-;i/-5--T;v) 7i-;HiK7y^ 

[0 4 9 3] 
[ft 1 4 2 ] 

MeO 

[0 4 9 41 

4- (*-*"9-V-/l/- 5 7x-*KK9^> (82. Omg) £.x* 
(8ml) fc*§#U 5 - 3 - HV* - y > (13 Omg) £#n*.T 1 « 

U ^ffift^tf (9 3. 8mg) *#«felfl:l:LT||fc, 

1 H-NMR (400 MHz, DMSO-d 6 ) £ ! 3. 89 (3 H, s), 7 

. 13 (2H, d, J = 8. 8Hz) , 7. 31 (1H, s) , 7. 42 (1H 

, s) , 7. 52 (1H, s) , 7. 57 (2H, d, J=8. 8Hz) , 7. 

76 (1H, s), 8. 32 (1H, s), 9. 76 (1H, s), 10. 49 
(1H, s) . 

E S I -MS m/z:4 3 6 (M+H) + . 
[0 4 9 5J 

m-mm 3 4 

5- 3- K-4-k h+y/oXr^fk K 4- (<f ^ 

[0 4 9 61 

miiE# 2004-3054312 
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[it 1 4 3 ] 



o 



HO 



[0 4 9 7] 

4- U^7-*-l-f^) 7x^n'7y> (10 7. 3mg) 
0*5-3- K/^-U > (17 1. 3mg) *x^^( 8m l) l:I)|L, 6 

^ D7 ^'77^ (^dd^a : >*y-;i,= 3 o : l) k#u #£>*l£ 

TO^yxf^x-f^iOfx^/^-^-ett^L, Mfi-fb^tf (132mg 

iH-NMR (400 MHz, DMSO-d 6 ) 5:3. 87 (3H, s), 7 
. 05 (1H, s) , 7. 13 (2H, d, J=8. 8Hz), 7. 29 (1H 
, s) , 7. 42 (2H, d, J = 8. 8Hz) , 7. 50 (1H, s) , 7. 
56 (1H, s), 7. 74 (1H, s) , 8. 05 (1H, s), 9. 74 ( 
1 H, b r s) , 1 0. 3 8 (1 H, s) . 
ESI -MS m/z :4 3 5 (M+H) +. 
[0 4 9 8] 
3 5 

)V) 7x-;n: K9 % /> 
[0 4 9 9] 
[itl 4 4] 



[0 5 0 0] 

4- (^"^■9-y*-;l/-5--f ;V) 7x^kK9*^> (8 2. 9mg) 

(8mi) K*a?u (72. omg) *mx.ri #jaimmmim 



MeO 
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it&m (i o lmg) *mm&mfct Lxntz 0 

iH-NMR (4 0 0MHz, DMSO-d 6 ) $ ! 3. 84 (3H, s) , 6 
. 79 (1H, d, J = 8. 3Hz) , 7. 03 (1H, d, J=8. 3Hz) 
, 7. 11 (2H, d, J=8. 8Hz) , 7. 27 (1H, s), 7. 42 ( 
1H, s) , 7. 56 (2H, d, J=8. 8Hz) , 7. 81 (1H, s) , 
8. 31 (1H, s), 9. 26 (1H, s), 10. 36 (1H, s). 
ES I -MS m/z : 3 1 0 (M+H) + . 
[0 5 0 1] 

mmm 3 6 

3, 4 — h ^y^>X7^f t K 4- V-;V- 5 ->f ;V) 

[0 5 0 2] 
[ftl4 5] 



[0 5 0 3] 

4- (^-^-9-^-^-5-^^) -7i-;HiK7v> (7 4. 9mg) 

(8ml) K?#B?U 3, 4-y^^y^>X7^nK (7 1. 0m 

g ) zmtx l^mmmMmLtzo mmz^Lxmbixtzmfmzvj v?u 

kf;V.x— rfrX-m&L, ^fBlb^tf (10 4mg) *ifcn&mi*t LT#£ 0 
iH-NMR (4 0 0MHz, DMS0~d6) * 3. 92 (3H, s) , 3 
. 98 (3H, s) , 6. 87 (1H, d, J = 8. 3Hz) , 7. 07 (1H 
, dd, J = l. 7 and 8. 3Hz), 7. 15 (2H, d, J = 8. 6 
Hz), 7. 21 (1H, s), 7. 38 (1H, d, J = l. 7Hz), 7. 
57 (2H, d, J=8. 6Hz) , 7. 64 (1H, s) , 7. 68 (1H, 
s) , 7. 8 6 ( 1 H, s) . 
E S I -MS m/.z : 3 2 4 (M+H) + . 
[0 5 0 4] 

mmm 3 7 



MeO 
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4 — t: Y u i/ s<y XT )\s 7*^- Y 4- 5 -4 )V) 7i-Jl/t 

[0 5 0 5] 
Mtl 4 6] 




[0 5 0 6] 

4- (^4r-9-V-;v- 5 -4 )V) 7x^;H:K7y> (6 8. 8mg) 

(8ml) K?§#?U 4-KKn^'/X7A'ftK (4 8. Omg) 

*jnitT2«pBiiio«i«aEL^o »imuii5)^af»t^y7 , ne^ 

x— r^-CftifrU «RSB<t^ (10 4mg) MfeifttLt#/: 0 
iH-NMR (4 0 0MHz, DMSO-d 6 ) $16. 78 (2H, d, J = 
8. 8Hz) , 7. 08 (2H, d, J = 8. 8Hz) , 7. 40 (1H, s) 
, 7. 48 (2H, d, J=8. 6Hz) , 7. 54 (2H, d, J = 8. 6H 
z) , 7. 81 (1H, s) , 8. 30 (1H, s) , 9. 66 (1H, s) , 
10. 3 0 (1 H, s) . 
ESI -MS m/z : 2 8 0 (M+H) +. 
[0 5 0 7] 

mmm 3 8 

3-fc Y^v^yXTfrTK Y 4- 5 -4 

[0 5 0 8] 
Hfcl 4 7] 

HO 

[0 5 0 9] 

4- (^-^r-9-V-^- 5 ->f ;V) 7x^;i/tF7v> (4 9. 5mg) 
/-;V (8ml) K?##fU 3 -t - ^ f ^y^>X7;Vf t F ( 
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4 3. Omg) »x.Tl 2B#rain&»»ELfco »««-9*Ltftt>^Sf» 
^yMvrnk>x-f;K^U flUB-fb^rtfe (4 6. lmg) fc^SfcHft 

1 H-NMR (400 MHz, DMSO-d 6 ) : 3 . 86 (3H, s) , 6 
. 92 (1H, d, J=8. 5Hz) , 6. 96 (1H, d, J=8. 5Hz) 
, 7. 08 (2H, d, J = 8. 5Hz) , 7. 19 (1H, s) , 7. 41 ( 
1H, s) , 7. 55 (2H, d, J = 8. 5Hz) , 7. 76 (1H, s) , 
8. 30 (1H, s) , 9. 10 (1H, s) , 10. 36 (1H, s). 
FAB-MS m/z 13 10 (M+H) + . 
[0 5 10] 

m mm 3 9 

10 5 11] 

Hfcl 4 8] 




[0 5 12] 



4- Ot^M^/—/!/— 5 — -Y >!/) 7i-/mK9V> (3 0 Omg) Wx^; 
(15ml) K2 -fcfij i?yi])Vi$3ci,T)V7 , \i K (183mg) £iJD 

SfBft^ft (1 4 5mg) ^fe@#at#f: 0 
1 H-NMR (400MHz, DMSO-d 6 ) $ : 7. 19 (2H, d, J = 
8. 5Hz),7. 27 (1H, dd, J = 4. 9 and 7. 3 H z) , 7 
. 47 (1H, s), 7. 61 (2H, d, J = 8. 5Hz), 7. 79 (1H 
, t, J = 7. 3Hz) , 7. 92 (1H, s), 7. 95 ( 1 H, d, J=7 
. 3Hz) , 8. 34 (1H, s) , 8. 52 (1H, d, J=4. 9Hz), 
10. 9 1 (1 H, s) . 
ESI -MS m/z:2 6 5 (M+H) + . 



mtiE# 2004-3054312 



#12 0 0 3 -0 9 4 2 5 7 ^-v* 

[0 5 13] 

H»J 4 0 

3-if'jy>*Wi'7A'7 , iiK 4- 5 ->f ;v) 7i^;i/ 



[0 5 14] 
[ffcl4 9] 




[0 5 15] 

4- (^^r-9-V-;V- 5 — >f )V) 7x-;HiK7y> (3 0 0mg) <D3-? S 
-frfeW. (15ml) K3 -tfV v ? >*;VjK^t->t;Vt'Ii K (18 3mg) 

T8fci£U «|B'ffc<&!» (1 6 6mg) *#felftiLtHfco 
1H-NMR (4 0 0MHz, DMS0-d 6 ) 8 I 7. 18 (2H, d, J = 
8. 5Hz), 7. 41 (1H, dd, J=4. 6 and 7. 8Hz), 7 
. 46 (1H, s), 7. 59 (2H, d, J = 8. 5Hz), 7. 92 (1H 
, s) , 8. 08 (1H, d, 1 = 7. 8Hz) , 8. 33 (1H, s) , 8. 
48 (1H, d, J=4. 6Hz), 8. 82 (1H, s), 10. 80 (1H 
, s). . 

ESI-MS m/z: 2 6 5 (M+ + H) . 

[0 5 16] 
H«!)4 1 

2-en-/l/*W/7^ftK 4- (**-9-*/-/l'-5-'f/l') 7i-;i/ 

[0 5 17] 
[ftl 5 0] 




[0 5 18] 



WSE# 2004-30543 



003-094257 v : 152/ 

» 

4- 5 7i-;mF7y'>' (2 0 0mg) 

-^*«[ (15ml) K2-\£u-)V1i)V7l-;**sT)Vr\zY (109mg) *1)W 
X., liftilrtfcJtflELfco LT&fc;K.;&&ait&&*#&, .x*/-;w:: 

"Tife^U ^IB'fb^ (1 5 4mg) ^Ml#tLtHfco 
iH-NMR (4 0 0MHz, CDC 1 3 ) 8:6. 25 (1H, q, J = 2. 
7Hz) , 6. 34 (1H, br s), 6. 89 (1H, br s), 7. 0 
7 (2H, d, J = 8. 6Hz) , 7. 20 (1H, s) , 7. 53 (1H, s 
), 7. 55 (2H, d, J = 8. 6Hz), 7. 64 (1H, s), 7. 86 

(1 H, s) , 9. 0 0 ( 1 H, b r s) . 
E S I -MS m/z 12 5 3 (M+H) + . 
[0 5 19] 

mmm* 2 

4- [N- (2 -fc Kn*'>if/l^) -N-^^;VT<y] ^^XT^ft K 
4- (^-#-9- 5--f ;v) yi~;i/HK9V> 

10 5 2 0] 
[ft 1 5 1 ] 

[0 5 2 1] 

4- (^-^r-9-V-;u- 5-4 ;w) 7x-;Vt:K7^> (1. 1 2 g) <D^f J 
-fr&ifc (2 0ml) K4- [N— (2 -fc Kn^yxf^) -N-^f^75 

y] ^>x7mK (i. i5g) *jnit, immmmmLtio »«t*s*u 

T»^tL*»flt»*a.^y-- < «/tCTft»U TCft-eib (1. 4 3g) 

1 H-NMR (400 MHz, CDC 1 3 ) £13. 04 (3H, s), 3. 5 
5 (2H, t, J=5. 5Hz) , 3. 85 (2H, dd, J = 4. 9 and 
5. 5Hz) , 6. 79 (2H, d, J=8. 6Hz) , 7. 13 (2H, d 
, J = 8. 6Hz), 7. 20 (1H, s ), 7. 55 (4H, d, J = 8. 6 
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JjfH 2003-094257 



^-vl 153/ 



Hz) , 7. 6 6 (1 H, s) , 7. 8 5 (1 H, s) . 
ESI-MS m/z : 3 3 7 (M+H) +. 
[0 5 2 2] 

nmw 4 3 

f7V-;l/2-*mvT^ftK 4- (*3r-9-V-;i'- 5-^f )V) 7x^ 

[0 5 2 3] 
Mb 1 5 2 ] 



[0 5 2 4] 

4- 5 -^f;w) 7x-jmK7^> (2 0 0mg) o-x*/ 

— (15ml) l:f7y-;V-2-*my7WK (100^1) 

^n7F^7 7-f-'C#U ^on^r/ : **,/-;n o 0 : 3?§m«5i o 
»fc#W**flEE*ll&U HfMt^% (1 54mg) fc^feHflefc LTf»fc 0 
iH-NMR (400 MHz, CDC 1 3 ) 517. 18 (2H, d, J = 8. 
8Hz) , 7. 23 (1H, s) , 7. 28 ( 1 H, d, J=3. 4Hz) , 7 
. 58 (2H, d, J = 8. 8Hz) , 7. 7.8 ( 1 H, d, J=3. 4Hz) 
, 7. 89 (1H, s) , 8. 00 (1H, s) , 9. 04 (1H, s) . 
ES I -MS m/z : 2 7 1 (M+H) +. 

[0 5 2 5] 
$mM4 4 

4- [4- (*4MJ-V-/l'- 5 -4 ;v) 7i-;niK7 7V^f;i/] ^>7-f 9 

[0 5 2 6] 
Hfcl 5 3] 




HOOC- 
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Hfrm 2003-094257 ^-v : 154/ 

[0 5 2 7] 

4- {**V-V~-)V- 5 --OW 7x-;VHK7V> (3 0 0mg) Ox^; 
(10ml) C4-'t;KM>7^^7y'yK (2 5 7mg) 

Tife?£U SUBft^W (4 9 5mg) 4r#-feH#:fc LT»fco 
iH-NMR (4 0 0MHz, DMSO-d6) *:7. 19 (2H, d, J = 
8. 6Hz) , 7. 47 (1H, s), 7. 61 (2H, d, J=8. 6Hz) 
, 7. 77 (2 H, d, J = 8. 6 Hz) , 7. 75 (1 H, s), 7. 75 ( 
2H, d, J = 8. 6Hz) , 8. 34 (1H, s) , 10. 85 (1H, s) 

ESI -MS m/z : 3 0 8 (M+H) +. 
[0 5 2 8] 

mm a 5 

N, N-v^?-;v-4- [4- (**-9-V-;v- 5 -4)V) 7x^;mK7^ 

[0 5 2 9] 
Wtl 5 4] 

[0 5 3 0] 

4- [4- (*^r-9-V-;V- 5-^f;V) 7xx;vtK7vV^f;V] ^>yVf 
y^T=y y K (2 0 Omg) <7) v ? n CM * ( 1 0ml) COtCty^ 

^7 5> (0. 6 5ml, 1. OMTHFW > HOBt (1 0 6mg) > 
EDC. HC1 (15 Omg) , *JlIx.TS»fcT 1 mHtWLtz Q JftSSifcK** 

:^/-^=10 : 2*ffi«J:*»fc$H«*ffi**U UHBft-frto (14 0 
mg) ^l#at#f; 0 
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^-v: 155/ 



1 H-NMR (400 MHz, CDC 1 3 ) a : 3. 01 (3H, s), 3. 1 

2 (3H, s) , 7. 17 (2H, d, J = 8. 8Hz), 7. 22 (1H, s 
), 7. 44 (2H, d, J = 8. 8Hz), 7. 58 (2H, d, J = 8. 8 
Hz) , 7. 67 (1H, s) , 7. 67 (2H, d, J=8. 8Hz) , 7. 
8 5 (1 H, s) , 7. 9 7 (1 H, s) . 

ESI -MS m/z: 3 3 5 (M+ + H) . 

10 5 3 1] 
%MWA 6 

tert-7f^ N-**-/l/-N- I 2 - [4- 5 — 

[0 5 3 2] 
[ftl 5 5] 

[0 5 3 3] 

4- 5-J)l>) y x.-)VMY*7i?y (lOOmg) <7)^^/ 

(5ml) i:ter t-W N- (2 )V*f~T V*-)VA -A 

)\<*?-)V) — ft )V;<ty — h (150mg) =SrS0x.> 1 mtiU&MM Lfc 

% ^nn^>: * * 100: 3?tffi»^t#^n^®^^JE^il 

i--i>di:^J: »K HIB^t; (9 2mg) ^ffelfhLt^o 
1 H-NMR (4 0 0MHz, CDC 1 3 ) 8 I 1 . 47 (9H, s), 2, 9 
6 (3H, s), 4. 52 (2H, s), 7. 00 (1H, bs), 7. 17 ( 
2H, d, J = 8. 6Hz) , 7. 26 (1H, s) , 7. 58 (2H, d, J 
= 8. 6Hz), 7. 87 (1H, s), 7. 91 (1H, s), 8. 35 (1 
H, s) . 

ESI -MS m/z : 4 1 4 (M+H) +. 

[0 5 3 4] 
H»J4 7 
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^-v: 156/ 



4- (^-^r-9-v*-;v- 5 -4 7x-;i/tK7V> 
[0 5 3 5] 
Hfcl 5 6] 

[0 5 3 6] 

tert-7W N-^f-;l/-N- I 2 - [4- 5 - <i 

) 7x-;VtK7VV^f^] f7V-;M -< )V*<?-)V\ #;w?*-h (9 2 
mg) c^*/-;W§jj& (0. 5ml) K 0 r^TilM-^ * ^ -;W#?£ (2 m 

Bktafc-?- M ^Ayfagifcfcjn*., s-n, do : l, v/v 

f^y'xf;vx-f;n:t^ LTllfij^ (3 5mg) 

1 H-NMR (400 MHz, CDC 1 3 ) d I 2. 50 (3H, s), 3. 8 
7 (2H, s) , 7. 06 (1H, s) , 7. 17 (2H, d, J = 8. 6Hz 
) , 7. 24 (1H, s) , 7. 59 (2H, d, J = 8. 6Hz) , 7. 87 

(1 H, s) , 7. 9 2 (1 H, s) , 8. 11 (1 H, s) . 
E S I -MS m/z : 3 1 4 (M+H) +. 
[0 5 3 7] 

imw 4 8 

2 — -f-JVT $ S * ■f-)V ; f-T > /— )V— 4 -^^^yT^fli K 4- (** 

5-^;^) 7x-;mK7V> 

[0 5 3 8] 
Mbl 5 7] 



[0 5 3 9] 
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2003-094257 ^-v : 157/ 

4- {jr**rV-)\,-5-4 )V) 7x^kKyy> (17 0mg) <n>3-5 J 
-Ji'iSifc (5ml) t:2 - v^f ;V75 / rv*-^- 4 - *^yr 

K (1 6 Omg) SriOx-x 1 mtiQWkMWL Lfz Q fem&g&LX&bti&m 

•adtraiiBft'frw (8 omg) zm&mfmtLxntzo 

iH-NMR (400 MHz, CDC 1 3 ) a I 2. 38 (6H, s), 3. 8 
1 (2H, s) , 7. 15 (2H, d, J=8. 8Hz) , 7. 21 (1H, s 

) , 7. 55 (2H, d, J = 8. 8Hz) , 7. 56 (1H, s) , 7. 85 
(1H, s) , 7. 87 (1H, s) , 8. 03 (1H, s) . 

ESI -MS m/z:3 2 8 (M+ + H) . 
[0 5 4 0] 

mmm 4 9 

tert-/fJl/ 2- [4- (**-9" 5 ->f )V) 7x^tF7VV 

[0 5 4 1] 
Mfcl 5 8] 




[0 5 4 2] 



4- (Jr^V-fl'-S-J fr) 7xz;l/t K7V> (13 Omg) OJi^y 
(5ml) [:tert-7f^ 2 4 , 5, 6, 7-t1> 
7tKnf77o [5, 4-c] tfV S» 5 -*/M**->l'- > (2 0 Omg) 

^nv h^*^7>f-tc#t> ^on^r/; ^ ^ y -;i/= l o 0 : 3*&ttt«Bj&> 
fc»fe:K.fc#W*^ift»1-*£fcfc,J: 0, $*fB'fbfr& (14 Omg) £Jtfe@ 
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^-v*: 158/ 



1 H-NMR (400 MHz, CDC 1 3 ) * : 1. 50 (9H, s) , 2. 8 

7 (2H, br s) , 3. 75 (2H, br s) , 4. 66 (2H, br 
s) , 7. 16 (2H, d, J = 8. 6Hz) , 7. 24 (1H, s) , 7. 5 

8 (2H, d, J = 8. 6Hz) , 7. 88 (2H, s) , 8. 40 (1H, b 
r s ) . 

E S I -MS m/z : 4 2 6 (M+ + H) . 
[0 5 4 3] 

%mm 5 0 

4, 5, 6, 7--r h7t Knf77n [5, 4-c] Vf' ; S» 2 - * >HK* v 

4- (^-^"9-V-;l/- 5--OV) 7x^;m K57> 
[0 5 4 4] 
[ftl 5 9] 

[0 5 4 5] 

tert-7fiV 2- [4- (^■^r^V— 5 — -OV) 7x-;i/tK9V 
-4, 5, 6, 7-7h7tKnf77o [5, 4-c] fc?ys»5 
-77;l/^4r->V— h (14 0mg) (0. 5ml) fcOTCKT 

mm-**;-»mm (3m o *inx., ifit:tnM#Lf; 0 l 

(10:i, v/v) »jftJCTttfflLfco fli&Bft^MJ*AfcTi£*Sfe^ « 

Wk*%&LT%htLhymm* * 9 ; -fr, i?^)V3--fMzxm&^ nuk 

LXUm\:&® (3 0mg) LT#7c 0 

iH-NMR (4 0 0MHz, DMSO-d 6 ) S\2. 65 (2H, t, J = 

5. 7Hz) , 2. 98 (2H, t, J = 5. 7Hz) , 3. 89 (2H, s) 

, 7. 11 (2H, d, J =8. 8Hz) , 7. 47 (1H, s) , 7. 62 ( 
2H, d, J=8. 8Hz) , 8. 0 1 (1H, s) , 8. 34 (1H, s) , 
11. 0 3 (1 H, s) . 
[0 5 4 6] 

£B!E# 2004-3054312 
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^- 9 J I 159/ 



mmm 5 1 

2- (5-^^-4, 5, 6, 7-x h 7k Knf77o [5, 4-c] t?V 
*;v^v7;i/ft: K 4- (:t3r-9-V-;u- 5 - * 7x-^iiK? 

V> 

[0 5 4 7] 
Hfcl 6 0] 




[0 5 4 8] 

4- (*^r"9-V-;V- 5 --f JV) 7x-;^F7v> (15 0mg) <D^9 S 
(10ml) \Z2- (5-^^;V-4, 5, 6, 7-tF7tKof7 
Vn [5, 4-c] eVy>*;^y7^fliK (171mg) «:Jnx. % 1 life 

^mma^hmk, v^^^-^Mzxmw. m$^xwm\t^m (i6 2m 
g) *^mmnt Lxntzo 

iH-NMR (400 MHz, DMSO-d 6 ) 8 : 2. 38 (3H, s) , 2 
. 73 (4H, bs), 3. 59 (2H, bs), 7. 12 (2H, d, J = 7 
. 1Hz) , 7. 47 (1H, d, J = 7. 6Hz) , 7. 62 (2H, d, J 
= 7. 1Hz) , 7. 99 (1H, d, J=2. 9Hz) , 8. 34 (1H, d 
d, J = 2. 9 and 7. 6Hz), 11. 05 ( 1 H, s). 
ESI -MS ra/z:3 4 0 (M+H) +. 
[0 5 4 9] 

nmm 5 2 

2-tKu*v-5- [4- (**-9-y*-;v- 5 -4 n>) 7i^kK7y/^ 
[0 5 5 0] 
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^-v! 160/ 



Hfcl 6 1] 

HOOC 

[0 5 5 1] 

4- (4-4r-9-v*-;i/- 5 7x-/H:K9^> (15 0mg) <7)J-^y 
-«(10ml) t:5-*;V5;i/t'Jf^i (14 2mg) £;bnx.> 1 

WRAt&m (1 9 Omg) *JtfeH#fcLT»fco 

1H-NMR (4 0 0MHz, DMS0-d 6 ) <*:7. 00 (1H, d, J = 
8. 6Hz), 7. 11 (2H, d, J = 8. 6Hz), 7. 41 (1H, d, 
J = 3. 9Hz) , 7. 58 (2H, d, J = 8. 6Hz) , 7. 88 (1H, 
s) , 7. 89 (1H, dd, J = 2. 0 and 8. 6Hz),8. 02 ( 
1H, d, J = 2. 0Hz) , 8. 28 (1H, t, J = 3. 9Hz) . 
ES I -MS m/z 13 2 4 (M + + H) . 
[0 5 5 2] 

mm 5 3 

4- [N— (2-7^tnxf;i/) -N-^f;V7^] ^>X7;VftK 4 

[0 5 5 3] 
[ft 1 6 2 ] 

[0 5 5 4] 

4- (**^V-;V-5->f;V) 7i-^K?y> (2 0 Omg) <7)i*7 
^S«(10ml) K4- [N- (2-7Jl/tnxf;i/) -N-^^^T^/ 
] ^yXT^fli K (2 0 7mg) *Sp£, 1 mWkWfiLLtzo mmzg^Lx 

nhfi^n^s^^^^^-v-^^xm^L, wmt^m (ii2m g ) £ji 



aiiE# 2 004-3054312 



#M 2003-094257 v : 161/ 

1 H-NMR (400 MHz, CDC 1 3 ) $13. 07 (3H, s) , 3. 6 
7 (1H, t, J = 5. 4Hz) , 3. 73 (1H, t, J = 5. 4Hz) , 4 
. 56 (1H, t, J = 5. 4Hz) , 4. 68 (1H, t, J = 5. 4Hz) 
, 6. 71 (2H, d, J=8. 8Hz), 7. 12 (2H, d , J = 8. 8H 
z) , 7. 19 (1H, s) , 7. 54 (2H, d, J = 8. 8Hz) , 7. 5 
5 (2H, d, J = 8. 8Hz) , 7. 65 (1H, s) , 7. 84 (1H, s 
) . 

ESI -MS m/z: 3 3 9 (M + H) +. 
[0 5 5 5] 

mmm 5 4 

4- (y^f;V7^^f;V) ^>X7^ftF 4- (**W—fr-5->( 

[0 5 5 6] 
Mfcl 6 3] 




[0 5 5 7] 

4- {***tV-)V- 5-4 )V) 7x-RK7V> (2 0 0mg) 

(5ml) IC4- (yVf^7^^f;V) ^>X7^K (186 
mg) £JDx.> lHftini^M^L^o »j»*S*L , r»?>*L-&58Ht»*'>V*^ 
*7A^n7h^97^-C#U v^nn^^> : **y-;i^=i o : 

4:fcJ:»K ^fSft^tf (51mg) ^IHfe@fi:Lt#^ 
1 H-NMR (400 MHz, DMSO-d6) * 2 . 15 (6H, s), 3 
. 39 (2H, s), 7. 14 (2H, d, J = 8. 5Hz), 7. 31 (2H 
, d, J=7. 5Hz) , 7. 44 (1H, s) , 7. 58 (2H, d, J=8 
. 5Hz) , 7. 62 (2H, d, J = 7. 5Hz) , 7. 90 (1H, s) , 

ttifE#2 004-3054312 



mm 2003-094257 ^- *J : 162/ 

8. 3 2 (1 H, s) , 10. 5 7 (1 H, s) . 
E S I -MS m/z : 3 2 1 (M+H) +. 
[0 5 5 8] 

$mw 5 5 

4- (4 —tf-frld'*.*? v*>- 1 —<ifr) i> XT J\/Tt Y 4- 

[0 5 5 9] 
. Hfcl 6 4] 

[0 5 6 0] 

4- {ir^V-)V- 5 ->f/l/) -7i-;VfcK7v> (15 0mg) Wx^; 
(5ml) £4- (4 -ff-frys^y^z/- \ )V) ^>X*7^ft: 
K (1 7 5mg) Srjfflx., 1 lftj(ni«t««Lfco M£^*LT#£>*l;z>5I|»£ 

x-f;H:tWI» i \z X *) > SIB-fb^ (2 0 5m 
g) Z&ffi&mfct Lxntz 0 

iH-NMR (400 MHz, CDC 1 3 ) 8 \ 2. 36 (3H, s) , 2. 5 
8 (4H, t, J=4. 6Hz) , 3. 28 (4H, t, J = 4. 6Hz) , 6 
. 91 (2H, d, J = 8. 8Hz) , 7. 12 (2H, d, J=8. 8Hz) 
, 7. 19 (1H, s) , 7. 54 (2H, d, J = 9. 4Hz) , 7. 58 ( 
2H, d, J = 9. 4Hz) , 7. 65 ( 1 H, s) , 7. 84 (1H, s) . 
ESI -MS m/z:3 6 2 (M+H) + . 
[0 5 6 1] 
5 6 

4- (4 - t e r t - /f^y*^f- v>- 1 -4 )V) ^>X7^f 
4- (fr^M^/-)!'- 5 ->f ;i/) 7xiKK5 , /> 
[0 5 6 2] 
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^-v: 163/ 



Utl 6 5] 




[0 5 6 3] 



4- 5 ->f /W) 7x^fcF7y> (2 0 0mg) 

(10ml) C4- (4-t e r t - rf + y^i^'-^k'^^yV- 
1 --f ;w) ^>Xt;1/t*£ K (3 6 3mg) ^jDi, 1 Ifein&SKiELfco 

I tH tL^^»t: y^ n n ^ ^ y ffiBH-zmfm* v 

xf;vx-r;K:t^ SSLT^ffi^^ (4 2 7mg) ZM&mfimtL 

1 H-NMR (400 MHz, CDC 1 3 ) ail. 49 (9H, s), 3. 2 
1 (4H, bs) , 3. 58 (4H, bs) , 6. 91 (2H, d, J=8. 8 
Hz) , 7. 13 (2H, d, J = 8. 8Hz) , 7. 26 (1H, s) , 7. 
55 (2H, d, J = 8. 8Hz) , 7. 57 (2H, d, J=8. 8Hz) , 
7. 62 (1H, s) , 7. 66 (1H, s) , 7. 85 (1H, s) . 
E S I -MS m/z : 4 4 8 (M+H) + . 
[0 5 6 4] 

mmm 5 7 

4- (t'^7y>- 1 ->f/i0 ^yXr^f k K 4- (^-^v*-^- 5 ->f 

[0 5 6 5] 
1 6 6 ] 




[0 5 6 6] 



4- (4 - t e r t -7 1 ->f;k) ^VXT/U 
•ffc K 4- (**-9-V-;P-5 — f;l/) 7x^;VtK 7 V*y (2 0 0mg) <9 
(3ml) f:0t(:TSi-^^y-;« (1. 5ml) 

mSE#2 004-3054312 
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^-v: 164/ 



M ^A^ifcfcflnx., ^nn*w-^;-;i/ (10 : 1) itifcHTttft L£ 

MlTftit^ ft»LTaHBft-fr* (6 3mg) fcltfeiHfcfc LT&fco 
iH-NMR (4 0 0MHz, DMSO-dg) £ : 2. 82 (4H, t, J = 
5. 2Hz) , 3. 10 (4H, t, J = 5. 2Hz) , 6. 93 (2H, d, 
J = 8. 8Hz) , 7. 08 (2H, d, J = 8. 5Hz) , 7. 40 (1H, 
s) , 7. 50 (2H, d, J=8. 5Hz) , 7. 54 (2H, d, J = 8. 
8Hz), 7. 80 (1H, s) , 8. 30 (1H, s) , 10. 30 (1H, 
s) . 

E S I -MS m/z : 3 4 8 (M+H) + . 
[0 5 6 7] 

mmm 5 8 

N— (2-HKn^rvxfji/) -4- [4- (**-9-V-;v- 5--f;v) 7x^ 
[0 5 6 8] 

Mbi 6 7] 

[0 5 6 9] 

4- [4- /U- 5-^f;V) 7x-jVtK7VV^f^] 

yfTisv K (2 0 Omg) (ODMF-y^nn^ * > (1 : 1, v /v) 
V§&(2 0ml) lC0°CKTx*/-;l/T5 > (42^1), y^W^/^ 
(1 6 Omg) , EDC. HC 1 (1 6 2mg) „ &Mx.xm.mzX 1& 

fcffrU : ^ ^y-;v= l o : 2i&ffi*pj: Df*fc#H**E*» 

U *IBft*« (5 7mg) ^fWat#^ 0 

iH-NMR (4 0 0MHz, DMSO-d6) SI3. 33 (2H, t, J = 
5. 9Hz) , 3. 51 (2H, dt, J = 5. 6 and 5. 9Hz), 4 



ffiSE# 2004-3054312 



#12 0 0 3-0 9 4 2 5 7 : 165/ 

. 73 (1H, t, J = 5. 9Hz) , 7. 19 (2H, d, J=8. 5Hz) 
, 7. 46 (1H, s) , 7. 60 (2H, d, J=8. 5Hz) , 7. 74 ( 
2H, d, J = 8. 3Hz) , 7. 88 (2H, d, J=8. 3Hz) , 7. 9 
3 (1H, s) , 8. 44 (1H, s) , 8. 50 (1H, t, J = 5. 6Hz 
) , 10. 7 8 (1 H, s) . 
E S I -MS m/z : 3 5 1 (M+H) + . 
[0 5 7 0] 

mmm 5 9 

4- J ^^XwnK 4- 5 --f/iO 

[0 5 7 1] 
[ft 1 6 8 ] 




[0 5 7 2] 

4- (*3r-9-V-;V- 5 -'f ;v) 7x-;i/HK7^> (15 0mg) ^)x^; 
-/Hftflfc (10ml) C4- (^e;l^'j J ^'/X7WK (175m 

•r^KTrfe&U ««Bft#tt (1 6 5mg) LT#£ 0 
!h-NMR (4 0 0MHz, DMSO-dg) 8 I 2 . 50 (4H, s) , 3 
. 31 (4H, s) , 3. 58 (2H, t, J=4. 6Hz) , 7. 14 (2H 
, d, J = 8. 6Hz) , 7. 33 (2H, d, J=8. 6Hz) , 7. 44 ( 
1H, s) , 7. 58 (2H, d, J = 8. 6Hz) , 7. 62 (2H, d, J 
= 8. 6Hz) , 7. 90 (1H, s), 8. 32 (1H, s), 10, 56 ( 
1H, s) . 

ESI -MS m/z:3 6 3 (M + H) +. 
[0 5 7 3] 

mmwe o 
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tert-W 4- [4- 5 - 4 )V) 7x-;^K7 1 // 

[0 5 7 4] 
lit l 6 9] 



[0 5 7 5] 

4- (:*dMJ-Vf-/l'- 5-4 ;V) 7i-KK?W (9 2 0mg) <^?y 
(3 0ml) i:tert-W 4 - h 
(1. 3 5g) SriDiU lSfeiWfKdtatLfco ^*®*LT#ibtt^^^«:> f 
xf;l/x-f^H:-rffitt> (1. 5 0 g) ttfeBfrt LT#fc. 

1 H-NMR (400 MHz, DMSO-d 6 ) 5 11. 47 (9H, s), 4 
. 3 2 (2 H, b r s) , 4. 85 (1H, br s) , 7. 1 6 (2 H, d 
, J = 8. 5Hz), 7. 21 (1H, s) , 7. 30 (2H, d, J = 8. 1 
Hz) , 7. 57 (2H, d, J=8. 5Hz) , 7. 61 (2H, d, J = 8 
. 1Hz), 7. 71 (1H, s), 7. 75 (1H, s), 7. 86 (1H, 
s) . 

ESI -MS m/z : 3 9 3 (M+H) +. 
[0 5 7 6] 



4- (r^y^f^) ^>Xr;vfn K 4- (^*^-9-v*-;v- 5 ->f;v) 7x 

[0 5 7 7] 
Mfcl 7 0] 



[0 5 7 8] 

tert-^ 4- [4- -f-)V- 5 -4 ^) 7x-;vt K7^/ 




Jfefffl 6 1 
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y*^] ^>v;i/#;ws^- f> (5 0 0mg) <D*?;-)Ufe$L (lml) &C 
OT^criM-^?/-;!/^ (10ml) fcinx., MfcTllft«#Lfco» 

(10 : 1, v/v) »ffitcrWHBLfeo ffltt-t-YWAK 
LTUffifb^ (3 0 3mg) fcSrfeHttfc LTf£fc 0 

1H-NMR (400 MHz, CDC 1 3 ) 8 I 3. 89 (2H, s), 7. 1 
5 (2H, d, J=8. 5Hz) , 7. 21 (1H, s) , 7. 33 (2H, d 
, J=8. 1Hz), 7. 56 (2H, d, J = 8. 5Hz), 7. 63 (2H 
, d, J =8. 1Hz), 7. 71 (1H, s), 7. 74 ( 1 H, s) , 7. 
8 5 (1H, s) . 

E S I -MS m/z : 2 9 3 (M+H) +. 
[0 5 7 9] 

%mm 6 2 

3- (v^f-^T^ J *^-)\/) ^VXT^f t K 4- 5 — 

[0 5 8 0] 
Mfc 1 7 1 ] 



[0 5 8 1] 

4- (ir**yV-)V- 5 --Ol/) 7i^tK7'^ (2 0 0mg) <7).x*/ 
-^ffc (10ml) IC3- (y^f;V7^^f^) ^VXT^fk K (20 
4mg) fcillx., lBfeipfL^L7^ 0 ^Sr®* LT#£>*l&£|^£ yxf^ 
i-r;H:t^L N SgH-fb^ (2 4 7mg) £fe-fe@#t LT#7t 0 
1 H-NMR (400 MHz, CDC 1 3 ) 8:2. 28 (6H, s), 3. 4 
6 (2H, s) , 7. 17 (2H, d, J = 8. 6Hz) , 7. 21 (1H, s 
), 7. 27 (1H, d, J = 7. 5Hz) , 7. 34 (1H, t, J = 7. 5 
Hz), 7. 56-7. 61 (4H, m), 7. 72 (1H, s), 7. 77 ( 
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1 H, s) , 7. 8 6 (1 H, s) . 
E S I -MS m/z ! 3 2 1 (M + H) +. 
[0 5 8 2] 
3 

2- ^^XT^f H K 4- (*4r"9-V— A^- 5 - 

[0 5 8 3] 
Mb 1 7 2 ] 




[0 5 8 4] 

4- (**"9-*/-/l'-5->f /U) 7i-^KK?y> (I6 3mg) <7)J.?y 
-fr'S®. (5ml) \Z2- (yVf^7^;^f^) ^>X7^f t K (166 
mg) £2JD;i. llftiD«tit*L;fco »jK«r«*LT#t>*L*?iacW«r^^-^J. 
-r;Vi:t^L, ftf&ffr&tt (1 2 4mg) fc*feM:fc LT#fc 0 
1 H-NMR (400 MHz, CDC 1 3 ) 8 : 2. 25 (6H, s), 3. 5 
4 (2H, s) , 7. 16 (2H, d, J = 8. 5Hz), 7. 21 (1H, s 
) , 7. 22 (1H, t, J = 7. 8Hz) , 7. 26 ( 1 H, d, J=7. 8 
Hz), 7. 33 (1H, t, J = 7. 8Hz), 7. 56 (2H, d, J = 8 
. 5Hz), 7. 85 (1H, s), 7. 92 (1H, s), 8. 06 (1H, 
d, J = 7. 8Hz) , 8. 2 4 (1 H, s) . 
ESI -MS m/z:32 1 (M+H) + . 
[0 5 8 5] 

$mm$ 4 

4- |N— [2- (tert-7f;Vy7x-jl/y'JW^v) -x^Kl -N- 

^f^7^ y ^vX7;i/f t k 4- (*4r-9-V-^- 5 ->f ;W 7x 

[0 5 8 6] 
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Ut 1 7 3 ] 




[0 5 8 7] 

4- (*^-9-v*-;v- 5 ->f>u) -7^^;l/tK^v> (5 6 0mg) <o^9 s 
(4 0ml) K4- |N- [2- (tert-W^7x-Jl/y'J;l/ 
t^y) -N-^f;V7^/^f;H •^oXr^r't: K (1. 5 1 g) 

^^y-;v =1 oo : 2mm^a vmzfrmzm&mMLtzo mhtitznmo* 

V^)Vx.-7-)V\ l zxmmk, &mirZ>Z.tK± ilffi'ffc^ (l. 3 0g) 

1H-NMR (400 MHz, CDCl 3 ) 8 I 1. 05 (9H, s) , 2. 2 
3 (3H, s) , 2. 63 (2H, t, J=6. 1Hz) , 3. 57 (2H, s 
), 3. 80 (2H, t, J = 6. 1Hz), 7. 15 (2H, d, J = 8. 8 
Hz), 7. 21 (1H, s) , 7. 31 (2H, d, J=8. 1Hz), 7. 
3 5- 7. 4 2 (6 H, m) , 7. 56 (2H, d, J=8. 8Hz) , 7. 5 
8 (2H, d, J=8. 1Hz), 7. 68 (4H, dd, J = l. 5 and 
7. 3Hz) , 7. 70 (1H, s) , 7. 77 (1H, s) , 7. 85 (1 
H, s) . 

[0 5 8 8] 

mmm 6 5 

4- [N- (2 -fc: Ko^->jl^;v) -N-^f JV75 7>f ;V] ^^XT^t* 
fcK 4- (**-9-v*-;i/- 5--f;v) 7x-;i/tK7V*> 
[0 5 8 9] 
Mfcl7 4] 
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[0 5 9 0] 

4- |N- [2- (t e r t - /f;Vy7 x-^-> i; v) jc *•/!/] — N 

-^^•;i/T^ y *-?-;H ^>X7;vftK 4- (**-9-V— 5 -4 ;w) 7 
x^kK5 , /> (1. 3 0 g) OTHF^ (20ml) ^CCCt n-7'f 
;V7>^-)A7W)K (3. 3ml, lMTHFjll) iiTL, 

i o o : 7mbSBi *)'mzfrm*m&WMLtzo %hntzmmm^v^)v^ 
T)\sKTmw&. im-tz>z.t\z3. tnwEft** (3 5 0m g ) zn&mfctL 

1 H-NMR (400 MHz, CDC 1 3) 8 : 2. 26 (3H, s), 2. 6 
3 (2H, t, J = 5. 1Hz) , 3. 60 (2H, s) , 3. 65 (2H, t 
, J = 5. 1Hz) , 7. 16 (2H, d, J = 8. 5Hz), 2. 21 (1H 
, s) , 7. 33 (2H, d, J=8. 1Hz) , 7. 57 (2H, d, J=8 
. 5Hz) , 7. 63 (2H, d, J=8. 1Hz) , 7. 72 (1H, s) , 
7. 7 9 (1 H, s) , 7. 8 6 (1 H, s) . 
ESI-MS m/zI3 51 (M+H)+. 
[0 5 9 1] 

mmm 6 6 

N- |4- [4- (*3f-9-v*-;v- 5--f ;v) 7x-;vtK7vV^f;v] 7x 

[0 5 9 2] 
Mfcl 7 5] 




[0 5 9 3] 

4- (**-9-V*-;u- 5 -4 ;v) 7x-jl/tK7y> (lOOmg) O^^/ 
-Ml (5ml) C4-*;^jV7x-;i/7-b^U' (lOlmg) £tJDx.> 
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i*U Sll&fb^to (1 2 7mg) ^M#tLtH/:, 

1H-NMR (4 0 0MHz, DMSO-d 6 ) 8\2. 06 (3H, s) , 7 
. 12 (2H, d, J=8. 8Hz) , 7. 42 (1H, s) , 7. 57 (2H 
, d, J=8. 5Hz) , 7. 59 (2H, d, J = 8. 8Hz), 7. 62 ( 
2H, d, J = 8. 5Hz) , 7. 85 ( 1 H, s) , 8. 30 (1H, s) , 
10. 02 (1 H, s) , 10. 47 (1H, s). 
ESI -MS m/z : 3 2 1 (M+H) +. 
[0 5 9 4] 

mam 6 7 

4- [N- (2-7;vtnxf;i/) -N-^^TS J ^>X7;vft 
K 4- (5j-^r-9-V-;v- 5 --f 7x-;vtK7Vv 

[0 5 9 5] 
[ft 1 7 6 ] 




[0 5 9 6] 

4- (j*-*^/--^- 5 -^T;V) 7x-;VtK7^> (16 2mg) Oi^; 
-^H&ifc (10ml) 1:4- [N- (2-7;l/tnxf^) -N-^WU 

^>X7^ftK (1 9 8mg) £2JIJx., 3lftinflfc««Lfco 
iLtf^W^ft^y^no^^y : ;**y-;i/=i o 0 : 2 0t# 

&£<hKJ: «fflft£1^ (66mg) ^ffe7W7Xt LtH/; 0 
iH-NMR (400 MHz, DMSO-d 6> : 2 • 20 < 3H ' s) , 2 
. 64 (1H, t, J=4. 9Hz) , 2. 71 (1H, t, J=4. 9Hz) 
, 3. 55 (2H, s), 4. 49 (2H, t, J =4. 9 Hz) , 4. 61 ( 
2H, t, J = 4. 9Hz) , 7. 14 (2H, d, J = 8. 3Hz) , 7. 3 
3 (2H, d, J = 8. 3Hz) , 8. 43 (1H, s) , 7. 58 (2H, d 
, J = 7. 8Hz) , 7. 62 (2H, d, J = 7. 8Hz) , 7. 90 (1H 



ffifiE# 2004-3054312 



#M 2003-094257 ^-v I 172/ 

» 

, s), 8. 32 (1H, s) , 10. 55 (1H, s). 
ESI -MS m/z : 3 5 3 (M+H) +. 
[0 5 9 7] 

%mm 6 8 

4- [4- (**-9-V-;l/-5-'f ;v) 7x^^1:^-777^^] 7x-^S 
HI 

[0 5 9 8] 

Utl 7 7] 

HOOC /=v 

[0 5 9 9] 

4- (^-^^y-ZP- 5-^f ;V) 7x^;vtF7> ? > (2 14mg) <w*/ 
-/HSifc (10ml) i:4-*^^7x-^K (2 2 Omg) £#D;i. 1 Hfc 

IMBft'&* ( 1 8 6 m g) Zfi&mfct Lmtzo 

iH-NMR (400 MHz, DMSO-d 6 ) 8:3. 58 (2H, s) , 7 
. 14 (2H, d, J=8. 8Hz) , 7. 29 (2H, d, J = 7. 8Hz) 
, 7. 44 (1H, s) , 7. 58 (2H, d, J = 8. 8Hz) , 7. 61 ( 
2H, d, J = 7. 8Hz), 7. 89 (1H, s), 8. 32 (1H, s), 
10. 5 6 (1 H, s) . 
ESI -MS m/z I 3 2 2 (M + H) + . 

[0 6 0 0] 
3b»J 6 9 

N, N-v^^-;V-2- |4 - [4- (^-^r-^V*-;!/- 5 -4 ^) 7x-;HiK 
7 7*;^fJV] 7x-;H T-fehT^K 
[0 6 0 1] 
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Mtl 7 8] 



\ o 




[0 6 0 2] 

4- [4- (**-9-v*-;v- 5--f ;W 7x-jKiK7y/^fii'] 

(1 0 Omg) ©DMFII (5ml) K 0 ^)VT ^ > (1 7 1 

^ 1 ) , DMA P (76mg) , EDC. HC1 (72mg) *iDx.TlSi:t 

7^t:#U y?nn^n: * *? ;~-)v=\ o 0 : ljtffiSRJ: 
WE««U HfBlt^ (1 7mg) £ftfe@#£:LT#/io 

1 H-NMR (400 MHz, CDC 1 3 ) d '. 2. 99 (3H, s) , 3. 0 

2 (3H, s) , 3. 73 (2H, s) , 7. 13 (2H, d, J=8. 8Hz 
), 7. 20 (1H, s), 7. 25 (2H, d, J=8. 1 Hz) , 7. 54 

(2H, d, J = 8. 8Hz) , 7. 58 (2H, d, J = 8. 1Hz) , 7. 
60 (1H, s), 7. 85 (1H, s), 7. 96 (1H, s). 
[0 6 0 3] 



4- (4 -^^l/kf^v^- 1 -#;W1?^;I/) ^>XT^T*Vi K 4- 

[0 6 0 4] 
[ft 1 7 9 ] 



[0 6 0 5] 

4- [4- (t^rt , /-^-5-'fJV7x^) t7 7V/^f;V] ^>V>f 
'>777 7F ( 1 6 0 m g ) ©DMF (5ml) £ 0 tHCT 4 - ^ ^7 v 



Jfcfli 7 0 
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> (6 4^1) , DMA P (7 6mg) , EDC. HC1 (1 2 Omg) £flDx. 

7b^7-f-i:#U ^nn^v: ^ ^/-;i/= 1 0 : 2i#HiSI$J: 
5HBfc«ffifc*&U MMfc-frfc (1 4 Omg) *m&®ftt LXftlto 
1H-NMR (400 MHz, CDC 1 3 ) S I 2. 33 (3H, s) , 2. 3 

8 (4H, bs), 3. 47 (2H, bs), 3. 78 (2H, bs), 7. 1 
7 (2H, d, J = 8. 5Hz), 7. 22 (1H, s) , 7. 42 (2H, d 
, J = 8. 1Hz) , 7. 58 (2H, d, J=8. 5Hz) , 7. 69 (2H 
, d, J=8. 1Hz) , 7. 70 (1H, s) , 7. 86 (1H, s) , 7. 

9 0 (1 H, s) . 

ESI -MS m/z:3 9 0 (M+H) +. 
[0 6 0 6] 

mmm 1 1 

4- (yVW^^f^) ^>X7JVft K 3 — 3— K— 4 — 
-;i/-5--OV) 7x-jVtK7 % /> 
[0 6 0 7] 

mi 8 0] 

[0 6 0 8] 

3-3 — K - 4— 5--f;v) 7x-/H: K5'^> (2 0 0m 

g ) VJLfr S-^mWi (5ml) K4- (^f;VT5^f;P) 
fcKttHfctt (13 3mg) £Jn;i> HIMMt^o ^£^*LT#e>*i& 
1 SSfekSHfc'*- h >; ^AfciDx., ^d^VA-^^/-^ (10: 1 
, v/v) tCTiffit^o fflffl$«m^M?AKT§£;^ »Jfc4:Sy*LT 
Wfett-SSiaE**^ 1 ; *m7A^D7i<^77^(:#U ^n*w : 
^y-;v=ioo : 5^tM<£ 0 LT\ UUBft^ (6 6 



tUBE# 2004-30543 12 



mm 2003-094257 



^-vl 175/ 



mg) ^fe7^777tLtHf; 0 

iH-NMR (400 MHz, DMSO-d 6 ) S : 2. 17 (6H, s), 3 
. 41 (2H, s), 7. 15 (1 H, d, J = 8. 3 Hz) , 7. 32 (2H 
, d, J = 7. 3Hz) , 7. 42 (1H, d, J = 8. 3Hz) , 7. 52 ( 
1H, s) , 7. 63 (2H, d, J=7. 3Hz), 7. 69 ( 1 H, s), 
7. 91 (1H, s) , 8. 41 (1H, s) , 10. 64 (1H, s). 
ESI -MS m/z:4 4 7 (M+H) + . 
[0 6 0 9] 

mmmi 2 

4- (4-^f^t , ^y>-l-'f^ ^>X7JVf t K 3-3-K-4- 
5 — f;i0 7x-jmK7V*> 
[0 6 10] 
[ftl 8 1 ] 



[0 6 11] 

3-3- K- 4- (^-^r^V-;V- 5-^f ;W 7xi/H: K9^> (2 0 0m 
g ) ox^y-^it (10ml) C4- (4-**-/H^9y>- 1 ->f ;W) 

^^r^n k (13 6m g ) £jnx.> 1 i»irafc»ifeLfco 

*y-;i/=l 0 0 : S^ffiSBJ: 0»fc4H9**EE*l»LT, Sffift^ (12 7 
mg) mi#fcL-C#fc, 

iH-NMR (400 MHz, DMS0-d6) 5 12. 36 (3H, s), 2 
. 58 (4H, s) , 3. 29 (4H, s) , 6. 92 (2H, d, J = 8. 5 
Hz), 7. 07 (1H, d, J=9. 0Hz), 7. 42 (1H, d, J = 9 
. 0Hz) , 7. 63 (2H, d, J=7. 3Hz), 7. 69 ( 1 H, s), 
7. 91 (1H, s) , 8. 41 (1H, s) , 10. 64 (1H, s). 
ESI —MS m/z:4 8 8 (M+H) +. 
[0 6 12] 
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miMffl 7 3 

tert-W N-^^;V-N- |2 - [3-3 - K- 4- )U 

[0 6 13] 
Kb 1 8 2 ] 



[0 6 14] 

3-3-K-4- (**^S-n'-5-<( fr) 7x-MK7y> (2 5 0m 
g ) (7)x^y-;^| (10ml) Ctert-7*f;V N- ( 2 

7/-;v-4-^v^f;v) -N-^f;v*;w^-h (2i3mg) £flnx., 

^77^f-i:#U ^dd^;va : ^ ^ y-;i/= l o 0 : 5^mt|5J: fJ&fc^HS 
£Mffi#*SLT. ^IB^# (2 3 Omg) ^7^7 7X^:1^0 
1H-NMR (400 MHz, CDC 1 3 ) $ : 1. 26 (9H, s), 2. 9 
6 (3H, s) , 4. 52 (2H, s) , 7. 01 (1H, s) , 7. 15 (1 
H, dd, J = 2. 2 and 8. 5Hz), 7. 47 (1H, d, J=8. 
5Hz) , 7. 64 (1H, s) , 7. 73 (1H, d, J = 2. 2Hz) , 7 
. 9 2 (1 H, b s) , 7. 9 3 (1 H, s) . 
ESI -MS m/z : 5 4 0 (M+H) +. 
[0 6 15] 

$mm 7 4 

4- (N-^^7^ 7 f7v*-^-2 --f ;v#;v*r* vTJi'T't: K 

3 — 3— K— 4 — (**^V > -;i—5->f ;v) 7x-;i/tK7V> 
[0 6 16] 
lit 1 8 3 ] 
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[0 6 17] 

ter t-W N-^;l/-N- |2- [3 — 3— K— 4 — 

)V-$-s()v) 7 x - ;ni K7 W ^ f ^] f 7 % /- ;k 4 - f ;H iuv 
(2 3 0mg) <7)**S-)VmWL (1ml) C0ti:«/^^- 
^^Ff£ (5ml) fcjnx.. mBSli:t«J!pLfc. »i*94Lrft?>ii*» 
afc*fc lS^fcflMb^MJ^AfcflniU ^nn^VA-^y^ (10: 1, 

v/v) tcTwrnt^o mmm^Mi-hv^^Kx^m^ lt» 

^/-;v =1 o : lWi *)»fc5Mfc«EifcjeL"r, Hiffilt^ (6 6mg 
) *Sfe7*/l/7 7^fcLT^ 0 

1 H-NMR (400 MHz, DMS0-d 6 ) 8:2. 34 (3H, s), 3 
. 77 (2H, s) , 7. 15 (1H, d, J =8. 3Hz), 7. 37 (1H 
, s) , 7. 47 (1H, d, J = 8. 3Hz) , 7. 55 (1H, s) , 7. 
67 (1H, s), 8. 07 (1H, s), 8. 30 (1H, s), 8. 43 ( 
1 H, s) , 11. 15 (1 H, s) . 
E S I -MS m/z:4 4 0 (M + H) +. 
[0 6 18] 

mmm 7 5 

4—\£yi?>lJ ;i/?K3r is T ;i"7*li K 2-3-K-4- (sJ-^MJ-V-ll'- 5 -- f 
;v) 7x-;vt v*> 
[0 6 19] 
Htl 8 4] 




[0 6 2 0] 

2-3- K-4- (^^r-9-V*-;v- 5--T ;v) 7i^tF7y> (19 4m 
g) <7)-x^y-;W#^ (5ml) (:4-h 0 'Jy>*;V*>y7;i'f*t K (6 2// 

^-^Ktft*U fiHa^fk^ (1 3 5mg) ^ *feH#t LT^fco 

ffilE#2 004-3054312 



mm. 2003-094257 



^-v: 178/ 



1 H-NMR (400MHz, CDC 1 3 ) 8 17. 26 (1H, s), 7. 5 
4 (2H, d, J = 6. 9Hz) , 7. 57 (1H, d, J = 8. 1Hz) , 7 
. 59 (1H, dd, J = l. 8 and 8. 1Hz), 7. 81 (1H, s 
), 7. 88 (1H, s) , 8. 00 (1 H, d, J = 1. 8Hz), 8. 33 
(1H, s) , 8. 6 3 (2H, d, J = 6. 9Hz) . 
E S I -MS m/z : 3 9 1 (M+H) +. 
[0 6 2 1] 

mm 7 6 

4-li 1, Jy>*Wy7;VftF 3-3-F-4- (t^V*-)V- 5 - 4 

[0 6 2 2] 
Hfcl 8 5] 



[0 6 2 3] 

3-3- K- 4- (^-^-9-V*-;i/-5-^;i^) 7x-^tK9*^> (2 0 0m 
g ) (7)jl? s ~)l>mWL (5ml) H4-eu> ? ^*;V^^vT;VT*li K (66^ 
1) fciDx., llftJPHMKittt/So &ffi£S*LT&k*i&^g&£;&IDtfgU jc^ 
y-;i/^T^fe?f-L, Hffifb^tf (1 7 2mg) fc#feB#fc LT&fco 
1 H-NMR (400 MHz, CDC 1 3 ) a I 7. 16 (1H, dd, J=2 
. 2, 7. 1Hz) , 7. 49 (1H, d, J = 7. 1Hz), 7. 52 (2H 
, d, J = 5. 8Hz) , 7. 6 5 (2H, s) , 7. 78 (1H, d, J=2 
. 2Hz) , 7. 94 (1H, s) , 8. 06 (1H, s) , 8. 62 (2H, 
d, J = 5. 8Hz) . 

ESI -MS m/z I 3 9 1 (M+H) + . 
[0 6 2 4] 

mmm 7 7 

4- (y^f;V7^^f;i/) -3-3-M>X7;VftK 4- \T 




ffifiE#2 004-3054312 
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^-v: 179/ 



[0 6 2 5] 
Mbl 8 6] 

[0 6 2 6] 

4- As— 5 — * )V) 7^-;l/HK9v> (170mg) <£>^*y 

(10ml) K4- (v^W^^fJV) -3-3-^X7* 
ftF (3 10mg) £#D;L> lttMtftL^o fc*IE*«*LT»&*l&»at 

tj£^v#r;v#7^*n^>^7 7^--Kttu n-^*-^> :ft^j^;v= 
1 : 3ittBS|$J: iJWfc^IIfcWEfcttLT, ^ffi-fk^ (2 5 Omg) £:H-feT 

1 H-NMR (400 MHz, CDC 1 3 ) d I 2. 31 (6H, s) , 3. 4 

7 (2H, s) , 7. 16 (2H, d, J = 8. 5Hz) , 7. 22 (1H, s 
), 7. 39 (1H, d, J = 8. 1Hz), 7. 57 (2H, d, J = 8. 5 
Hz) , 7. 59 (1H, d, J = 8. 1Hz) , 7. 85 ( 1 H, s) , 7. 

8 6 (1 H, s) , 8. 12 (1 H, s) . 
ES I -MS m/z 14 4 7 (M + H) +. 

[0 6 2 7] 

mmm 7 s 

N' - [4- y ^>yVf>] -N- [4- C**-^"/ 

-;u-5-^f;v) 7x^;V] tF7^>*W/| t e r t -7*f^x^f;v 
[0 6 2 8] 
Mfel 8 7] 

o^o 
[0 6 2 9] 

4- &**-frT§ y ^>X7;l/ftF 4- (^-4r^v-;v-5- 

miE# 2004-3054312 
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^- v : 180/ 



-f;i/) 7x-JHiK7V> (1. lOg) £THF (2 0ml) C?#fl?U MiS 
Ct (Boc) 2 0 (8 7 5mg) fciDx.. 2 B^W* L*r 0 LT 7 

^ y v a y'J *y;i/*7A^ n-r b^77-f- (^nn*M : * /-;i/= 2 

0 : i~9 : l) Kftu #^^^®f^^-x^^;uj---r^T"^L-r, ^is 

(i. i lg) *&&mwtLxntzo 

1 H-NMR (400 MHz, CDC1 3 ) d : 1 . 50 (9H, s), 2. 2 

2 (6H, s), 3. 41 (2H, s), 7. 26 (4H, m), 7. 33 (1 
H, s) , 7. 44 (1H, s) , 7. 58 (2H, d, J=8. 3Hz) , 7 
. 79 (2H, d, J = 8. 5Hz) , 7. 97 (1H, s) . 

ES I-MS m/z : 4 2 1 (M+H) + . 
[0 6 3 01 



N' - [4- (y^f;l/7^^f;l') ^>y''JfV] -N- [4- (4-3- 
K^^r-^y*-;v- 5-^;v) -7^-^] tF7y>*H*^ tert-7*f 

[0 6 3 1] 
HE18 8] 



[0 6 3 2] 

T;vrf>-§#n^ N' - [4- (y^f^T^^fiV) ^^v'U-r'V] -N 
- [4- (t^W-fr- 5-4 )V) 7x^V] tF7y>*W/S ter 
t-Wxxf^V (4 0 0mg) WTHF (8ml) ££^1, 3-v;*^;V 
-2-^^r/'JyV> (4ml) ^rl^ifcK, - 2 0 t:icr 1 M'J 
^t^WyyyhVTHFM (1. 0 5ml) £2)D;U |WI^CT2B#F B m 
#L£ 0 £J&&£-4 0ti:)tm 3*Sf (3 6 2mg) WTHFiiK (2m 
1) ^Snx-TOr^TlBtFTO^LfCo KE^^I&^'fbTV^^^ATjc^ ( 
8 0ml) *1)Uz-tz&, ^nD*W (80ml) 3 Htfl&as L£ c ^mm*M 



mm 7 9 
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181/ 



D-7 ^77^- (^nn*H : ^ ^y-;i/= l 5 : 1) fcffrU ?#<b*i£® 
5> (Wfi-iJJ: VUWa-fk^Ojl^) * 9 5 : 5 

S-tt:J:»), mmit&M (19 2mg) LT&fc 0 
iH-NMR (400 MHz, CDC l 3 ) 9 : 1 . 51 (9H, s), 2. 2 
2 (6H, s) , 3. 41 (2H, s) , 7. 2 2-7. 3 5 (5 H, m) , 7 
. 58 (2H, d, J = 8. 3Hz) , 7. 93 (1H, s) , 8. 13 (2H 
, d, J =8. 6Hz) . 
E S I -MS m/z : 5 4 7 (M+H) +. 
[0 6 3 31 

nmm s o 

4- (y7W^^f;V) ^>X7^ftF 4- (4 -3- 
;i/-5--f;v) 7x-jvk K5 , /> 
[0 6 3 4] 
Hfcl 8 9] 



[0 6 3 5] 

N' - [4- (N, N-y^f;i/7 5/^f^) ^Vy'Jf>] -N- [4- 
(4 -3- Ktf-^MJ-V-/!/- 5 -4 ;u) 7x-^j HK7v>*^f>K' te 
r t -7f;vx^f;v (1 8 8mg) c^nn^ (3ml) ^S. 

CThV7WnftK (1ml) &;tol£gffifcT 3 ftlffl^Lfco SfrfOSW^fc ( 
4 0ml) ^M^f^nn*;^ (40ml) -^2 im*ftW U> &$*fl6&?- h V 
7AT"^lLf: 0 8B&£S*U 777yay'J*^*7A^n- 7 f^77'f 
- (^nn^A : j* 9 : 1 ) ^^/Ui—jr/U^TSttfi 

LT, SJf&ffc;^ (10 8. 6mg) £|T{i§<fe@#t LT#fc G 
iH-NMR (400 MHz, CDC 1 3 ) 8 2 . 29 (6H, s), 3. 4 
9 (2H, s) , 7. 18 (2H, d, J = 8. 8Hz) , 7. 34 (2H, d 




&w£<& 2004-3054312 
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t-'J: 182/ 



, J = 7. 6Hz), 7. 63 (2H, d, J=8. 0Hz), 7. 73 (1H 
, s) , 7. 77 (1H, s) , 7. 84 ( 1 H, s) , 7. 87 (2H, d, 
J = 8. 8 H z) . 

ESI -MS m/z:447 (M+H) + . 
[0 6 3 6] 

mum 8 1 

3 -3- K-4-fci'J v>*;V^v7^f*H K 4- (**1J-vf-/U- 5 -4 

[0 6 3 7] 
[it 1 9 0 ] 



[0 6 3 8] 

4- (:t*-9-V-;i/- 5 -^f;V) 7i-JHiF7y^ (1 16mg) <D*.* S 
(2 0ml) &C3 -3- KtfU v>- 4 -A^^yJ^f't K (15 
4mg) *irax^ 1. 5B#«liHlJ!fc*«ELfco *fc*S*LT»fc*L*»fc**-> 

;v=2 0 : l»ffi«J:iJ#^®Sr«Eift«SU m&it&W (2 0 4mg) £St 

iH-NMR (4 0 0MHz, DMSO-d 6 ) <*:7. 23 (2H, d, J = 
8. 5Hz) , 7. 50 (1H, s) , 7. 63 (2H, d, J = 8. 3Hz) 
, 7. 85 (1H, d, J = 5. 1 H z) , 8. 00 (1H, s), 8. 35 ( 
1H, s) , 8. 43 (1H, d, J = 5. 1Hz) , 8. 86 ( 1 H, s) , 

1 1. 3 5 (1 H, s) . 

FAB-MS m/z : 391 (M+H) + . 
[0 6 3 9] 

mmms 2 

2 -3- K-4-lfJy>*mv7W K 4- *S-)V- 5 — f 
;w) 7x^;n: K7V*v 
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^-v: 183/ 



[0 6 4 0] 

Mb i 9 l ] 



■b-v 



[0 6 4 1] 

4- (^^r"9"V-;V- 5 -i ;v) 7i^liK7y> (7 0mg) <D*-?y- 
(15ml) C 2 - 3 - K - 4 - 1° 'J v > * y 7 ;vf ^ K (114 

mg) £3jnx.> 2B#^*n^M^L7to ^«^^*LT#<btt^^2t%^v';^^ 
jv*7A^D7h^77^i:tMiIU y^nn^r/: ^ 2 

0 I l?gffi«|$J: ^#£7>®£^J±MiU ESSa-fb^ (1 3 9mg) «r#«feH 

1 H-NMR (400 MHz, DMS0-d 6 ) 8 7 . 23 (2H, d, J = 
8. 8Hz) , 7. 50 (1H, s) , 7. 62 (2H, d, J = 8. 5Hz) 

, 7. 66 (1H, d, J = 5. 4Hz) ., 7. 76 (1H, s) , 8. 03 ( 

IH, s) , 8. 30 (1H, d, J = 5. 1Hz) , 8. 36 (1H, s) , 

II. 19 (1 H, s) . 

FAB-MS m/z : 391 (M+H) +. 
[0 6 4 2] 



2 -y)V*u- 4 -t? »; y>*^#+y7^7*l: K 4- V—A/— 5 - 

;i/) 7x^b K5 7> 
[0 6 4 3] 
Mb 1 9 2 ] 



[0 6 4 4] 

2-7;i/3-n-N-;* b^y-N-^f;l/-4 - tf y v>77^^^r^5 K (4 
0 Omg) Of b7t Kn7 7>il (10ml) fc- 7 8 tCT 
7jtfHbT;l^~'7A (5. 7ml) «-?|TU ffiCtlHWtfe, J&fcifc 



ifetffl 8 3 



F 
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^-v : 184/ 



CI&fO^bT^^e-^ATK^ (3. Oml) £fgT^ giSfcT 1 R#H«#L 

tF7y> (3 8 0mg) £#D;U 1 B^M^L^o ^£g*LT*#£>*l£ 

^ILtgfai^ife (1 53mg) ^*feTOtLt#/: 0 
1H-NMR (4 0 0MHz, DMSO-d 6 ) S17. 24 (2H, d, J = 
8. 5Hz) , 7. 35 (1H, s), 7. 50 (1H, s), 7. 60 (1H 
, d, J=5. 1Hz) , 7. 62 (2H, d, J=8. 5Hz) , 7. 87 ( 

IH, s), 8. 19 (1H, d, J = 5. 1Hz), 8. 35 (1H, s) , 

II. 15 (1 H, s)- . 

ES I -MS m/z : 2 8 3 (M+ + H) . 

[0 6 4 5] 
$||$f8 4 

2- (4-^f;u^7v>-l-^P) -4 yV^WvT^ft K 
4- (**-9-V-;i/- 5 — f;v) 7i-;i/tK5V> 
[0 6 4 6] 
HL19 3] 

\ 

Q 

[0 6 4 7] 

N-^ h^rv-N-^^-;i'-2 - (4 1 --OV) -4- 
fcfy K (5 4 Omg) OTHF?#f& (10ml) K-7 813K 

TiM V7f-;l/7fcStftT;i^^7A (5. 4ml) ^iTt, I^CT 1 B^ii 
#L£ 0 S/S^^I&Sim'fkT^^^^ATK^ (3. Oml) ^TiTF^ 



{±JIE# 2004-3054312 
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185/ 



tK7y> (3 5 7mg) =Sr*n^, 1 VjmWtMMLtiio ^£@*LT#t>*L& 

TifeitK *£*L-C«SB^!» (1 2 7mg) LTttfco 
1 H-NMR (400 MHz, DMSO-d 6 ) 5:2. 22 (3H, s) , 2 
. 41 (4H, t, J = 5. 1Hz) , 3. 51 (4H, t, J = 5. 1Hz) 
, 6. 96 (1H, s) , 6. 97 (1H, d, J = 5. 1Hz) , 7. 18 ( 
2H, d, J = 8. 5Hz) , 7. 46 (1H, s) , 7. 60 (2H, d, J 
= 8. 5Hz), 7. 77 (1H, s), 8. 07 (1H, d, J = 5. 1Hz 
) , 8. 3 3 (1 H, s) , 10. 8 5 (1 H, s) . 
ES I -MS m/z : 3 6 3 (M + H) + . 
[0 6 4 8] 

mmms 5 

4-t:'jy>*my7mF 4 - (6 - 3- 5 *V [ 1 , 2-a] 

[0 6 4 9] 
Wfc 1 9 4 ] 



[0 6 5 01 

4- (6-3-N5r/[l, 2-a] tf'; v^-2->f ;i/) 7x_;HiK 
7y> (llOmg) £.x\?y-;l/ (8ml) fci&SU 4 -tfV 
y7WK (2 9. 4 M 1) Sriflx.6 omi. 5 HtF^&Df&^fELfco ttft 
^ii7 7 r>a y 'J * 7 D7 !> 7 - (^nn*;l/A : ;* * 
/-;l/= 2 0 : 1) KffrU ft?»*i*l»||«:VxW-7)H:r«»U S 
Eft-fr* (3 9. 6mg) «i: LTl|f; a 




ffiiE# 2004-3054312 
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^-vl 186/ 



1 H-NMR (400 MHz, DMSO-d 6 ) $ : 7. 18 (2H, d, J = 
8. 8Hz), 7. 38 (2H, s), 7. 59 (2H, d, J=6. 2Hz) 
, 7. 83 (1H, s) , 7. 84 (2H, d, J = 9. 0Hz) , 8. 18 ( 
1 H, s), 8. 53 (2H, d, J = 5. 8Hz), 8. 86 (1H, s) , 
10. 9 2 (1 H, s) . 
ESI -MS m/z:4 4 0 (M+H) +. 
[0 6 5 1] 

mmm 8 6 

4- (4-^f^fc'^7y>-l-^f;l') s<> XT >-ffc K 4- (6-3-K 

'f^yy [i, 2-a] wyy-2-<(fr) 7i-;mK5/> 

[0 6 5 2] 

Hfcl 9 5] 




[0 6 5 3] 

4- [1, 2-a] eUv>-2-^;V) 7x^RF 

?S» (108mg) (8ml) Ki&JBU 4- (4 ^Vfcf^ 

7V>-1-^V) ^>Xr^ft K (7 4. 2mg) £#nx. 6 0 °CKX 1 . 5 

- (^dd*w : ^7-;v=20 : l) n#U \^h^tzmma^v^^ 
x.~--T)Vlzxm&L, mmt&m (2 6. Omg) Lt#/Co 
1 H-NMR (400 MHz, DMSO^de) £ : 2. 21 (3H, s), 2 
. 45 (4H, t, J=4. 9Hz) , 3. 18 (4H, t, J = 5. 1Hz) 
, 6. 94 (2H, d, J = 9. 1Hz), 7. 06 (2H, d, J = 8. 6H 
z) , 7. 36 (2H, s) , 7. 49 (2H, d, J = 8. 8Hz) , 7. 7 
7 (2H, d, J = 8. 6Hz) , 7. 79 (1H, s) , 8. 13 ( 1 H, s 
) , 8. 8 5 (1 H, s) , 10. 2 2 (1 H, s) . 
E S I -MS m/z:5 3 7 (M+H) + . 
[0 6 5 4] 
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#M 2003-094257 



i- S J : 187/ 



2- [4- (*4r-9-V-;u- >u) 7x-;vt:K7VV] 7x^;vftS > 

[0 6 5 5] 
Hbl 9 6] 



[0 6 5 6] 

4- (^^r-9-y*-;i/- 5 7x-i^K7y> (10 2mg) 1:60% 
ff^Tfafifc (10ml) C?#fl?U lSi:t7ii;^n^rv^ ^^V-x. 
X-r;V (1 6 5mg) SrJOx. 2 fl#P B m# L£o IfcUtx^ ( 

6 0mi) -c#!ru TK^m^-Lxmymmi-yv^A^mLfzo amfe. y 

7 y yay'J % f*)l>j] ? A ? U~? h ^9*7 -f - I T-fe h 2 I 1 — 

1 : 1) KffrU ISIBjfc^ (1 1 2mg) SrHfe@#i: LT#7^o 
1 H-NMR (400 MHz, CDC 1 3) 8 : 3. 89 (3H, s) , 7. 2 
7 (1H, s) , 7. 33 (2H, d, J = 8. 8Hz) , 7. 39 (3H, m 
), 7. .62 (2H, d, J = 8. 8Hz), 7. 63 (2H, J = 6. 8Hz 
) , 7. 8 8 (1 H, s) , 12. 5 (1 H, s) . 
E S I -MS m/z : 3 2 2 (M+H) +. 
[0 6 5 7] 

mmm 8 8 

2- [4- 5 --f ;W 7x-jvtF7yy] 7x^jvii ^ 

[0 6 5 8] 
Mfcl 9 7] 



o 
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i-v : 188/ 



[0 6 5 9] 

mMW8 7 \,z&\,*xm£.l£Wt LXmZit&W (6. 9mg) *jtfe@#*:L 

1 H-NMR (400 MHz, CDC 1 3) S : 3. 88 (3 H, s), 7. 1 
9 (2H, d, J = 8. 6Hz) , 7. 25 (1H, s) , 7. 35 (2H, d 
, J = 7. 4Hz) , 7. 51 (1H, t, J = 7. 4Hz) , 7. 56 (2H 
, d, J = 7. 4Hz), 7. 57 (2H, d, J=8. 6Hz), 7. 86 ( 
1 H, s) , 8. 16 ( 1 H, s) . 
ESI -MS m/z 13 2 2 (M+H) + . 
[0 6 6 0] 

rnmm s 9 

2- [4- (tW-^-5-^^7i-;V) ti K7W] 7x-;« 
[0 6 6 1] 
Mb 1 9 8 ] 



[0 6 6 2] 

2- [4-tW-;v-5-'f;l'7x-;v] tK5V/] 7x^;^f ^ 
f;i/XXf;V (7 3. 3mg) ^THF (6ml) K$g»U lM7XMth'J 
■^AtK^ (8 0 0/* 1) &Jn;U ^SfcTl 5«FM«#L/io lM^i* (8 
OOjul) Zmz-X*mLtz4k, THF^Uo tK (3 0m 1 ) ZMz-X? 
nn^jVA : ^ ^y-;i/= 9:1 (30ml) T 3 EtttB L^Tfc^*?" b'J7A 

ft-B^ (6 0. Omg) £jf£.®#£ LT#7t 0 

1 H-NMR (4 0 0MHz, DMSO-d 6> I 7. 37 (5H, m), 7 
. 54 (1H, s), 7, 65 (4H, m), 8. 36 (1H, s), 12. 0 
5 (1 H, s) . 

ESI -MS m/z:3 0 8 (M+H) + . 
[0 6 6 3] 



HO 
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^-v: 189/ 



mmm 9 0 

N, N-v^;v-2- [4- (**-9-V-;v-5->f ;v) 7x^vtK7W 
] - 2 -7xim hr $ K 
[0 6 6 4] 
[ft 1 9 9 ] 



[0 6 6 51 

2- [4- (tW-;v-5-^f;V7x-;v) tiK^W] 7i-^SSI ( 

3 6. 5mg) ^yyon^> (6ml) iSitfDMF (2ml) &c*#fi¥U 
NMM (15. 7^1), (11. 6mg) „ HOB t ( 
2 1. 8mg) SrilliLfctk EDC. HC1 (2 7. 3mg) *in^.T^»lCT 
2«FlW«fl2L^o Lfc», Itm^^^ (6 0ml) tffL, 
ftT^^-->A7X, tfeftlSW*. (£2 0ml) T^LTiSTjc^m^b 

7A«t^ 0 iM*U7 7-r>ayiJ *TO9A^07h^57 
-f - (?Dn*M : ^ 4 0 : l~2 0 : l) KffrU %hfc>tzWI& 

tf£v-f V/n tf;VJ--T-;l/-e?$fe#L-C> HfBlb^ (3 1. 6mg) £3Tfe@ 

1 H-NMR (400 MHz, CDC 1 3 ) $12. 88 (3H, s), 3. 2 
0 (3H, s) , 7. 21 (2H, d, J=8. 3Hz) , 7. 23 (1H, s 
) , 7. 40 (3H, m) , 7. 58 (2H, d, J=8. 5Hz) , 7. 65 
(2H, d, J = 8. 5Hz) , 7. 87 (1H, s) , 8. 44 (1H, s) 

• 

ES I -MS m/z 13 3 5 (M + H) +. 
[0 6 6 6] 

mmm 9 1 

4 - tf y v > # ;w-K* v T K 4 - ( k?n y v v - 1 - -i 
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190/ 



[0 6 6 7] 
[ft 2 0 0] 

[0 6 6 8] 

4- (N' -try ^^V^t: K^vV) &M&Wt (2 4 1mg 

) , EDC. HC 1 (2 4 9mg) & il>'DMA P ( 2 4 4 m g) <7)v?nn^ 
* (2 0ml) -DMFM (20ml) fca)0frT\ tftnj v> (74. 

7mg) ZDUpLXMiMlKX 2 4I^M«#L/to Rt&ifc 4: *EET\ *RU9KlEfc* 
nn*W (1 0 0ml) £jjp£. #^&S^£ft7 >-=e-* ATfciSjfc, zfc, 

^ ^ : ^ ^ y -;v= 2 o : l ~ l 0 : l ^|f:*S«eiL, 

msa-fk^ (2 7 6m g ) zm&n.mfctLx'mz 0 

1 H-NMR (400 MHz, CDC 1 3) ail. 66-2. 10 (4H, m 
) , 3. 4 1-3. 7 8 (4H, m) , 7. 11 (2H, m) , 7. 4 8-7. 
53 (4H, m) , 7. 62 (1H, s) , 8. 58 (2H, d, J=5. 4H 
z) , 8. 6 1 ( 1 H, s) . 
FAB-MS m/z 12 9 5 (M+H) +. 
[0 6 6 9] 

9 2 

4 -try v^*;v^vr;w7*ii K 4- (tf^v v>- 1 -4 /ua/nF— ^) 

[0 6 7 0] 
[ft 2 0 1] 

[0 6 7 1] 

4- (N* -tfy v>-4 -^f^^f-W^t: K^vV) $IfR (2 4 1mg 

fcBSE# 2004-3054312 
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191/ 



) > EDC. HC1 (2 4 9m g) & XXfDMA P (2 4 4mg) Ov^nn* 
(20ml) -DMFil (20ml) KftftT* ^'jy> (8 9. 
4mg) «r*nx.rSSatCT2 4B*M«tfLfe« jlifcffiT, 
on*H (10 0ml) fctJP^ ^SEfel^ffiftT^-^ATkigiBU tK> 

D^n: * */-;v=2 0 : l - l o : 1MI5J; 0»fc4H^*GEifcttU 

acsatt^ (2 7 0m g ) *m&fkmfatLxmzo 

iH-NMR (400 MHz, CDC 1 3 ) * : 1 . 35-1. 75 (6 H, m 
), 3. 24-3. 90 (4H, m) , 7. 11 (2H, m) , 7. 35 (2H 
, m) , 7. 49 (2H, dd, J=4. 6Hz, 2. 0Hz) , 7. 59 (1 
H, s) , 8. 58 (2H, d, J=4. 6Hz) , 8. 59 (1H, s) . 
FAB-MS m/z 13 0 9 (M + H) +. 
[0 6 7 2] 

%mm 9 3 

K7V'> 

[0 6 7 3] 
[ft 2 0 2] 



[0 6 7 4] 

4- (N' -e'Jy>-4-^;Mfl/ytK7yV) 3cJ&#Bfc (2 4 1mg 
) , EDC. HC1 (249m g) fei^DMAP (2 4 4mg) ^v^nn^ 
*>V#$ (2 0ml) -DMFM (2 0ml) fc**frT\ ^^'J > (91. 

5mg) *mz.xmfrKX2 immmnLtzo mMfe*ns.~r. wMLmmz? 

nn*U (1 0 0ml) Srflnx., ZftiMMitT AtK^, tK> 



o 
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n^>: **y-;i/=2 o : i~i 0 : l^m^i Oftfcfl-HfcaflEiMiU 

flffift^ (2 7 7mg) ^^ B B H t4@#^ tT#fCo 

1H-NMR (4 0 0MHz, DMSO-d6> <*:3. 3 8-3. 7 0 (8 H 
, m) , 7. 15 (2H, d, J = 8. 5Hz), 7. 35 (2H, d, J = 8 
. 5Hz) , 7. 60 (2H, d, J = 5. 9Hz) , 7. 86 (1H, s) , 
8. 55 (2H, d, J = 5. 9Hz), 11. 02 (1H, s). 
FAB-MS m/z 13 11 (M+H) +. 
[0 6 7 5] 

T 5 n^f K/Jgg® (Amyloid /?-Protein (Human, 1 
-40) ; (W) ^^m^mU) 15//Mt»I|[l. 6, 8, 40//M 

t^PBS (-) ^^rmia-ei B-r h t£ 0 f^tcr^ 

Ii?:f-t77 Vf>T& (N a i k i et al. Lab Invest, 
65, 104-110, 1991) KTM5tL£o M^ii, »^«#<7)T 
^n^f Kf^fitc^-r^^ff (%) K&lf L/i^T^n'f KffM<D 5 0 %£P 

»E (I C 5 ott) iW^.Ltz 0 
[0 6 7 6] 
K71 





I c 


50 {fi (mM) 


DDNP 


3 


. 2 3 




0 


. 8 7 




2 


. 9 4 



DDNP : 2-(l, l-dicyanopropen-2-yl)-6-dimethylaminonaphthalene 
[0 6 7 7] 
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7^n<f Ffm* >s*?r~$>&T* n>f (Amy 1 o i d £-P 

rote in (Human, 1-40) ; 10//M; (flc) ^V 0 ^- KW^Rf^ 
/9-Amy loid (1-42) ; lO^M; 4 KttJR) > 7° 

>a^^7 7^^ > h (PrPl 18-135 ; 50//M; 
M±m . 7^J> (10^M;Ayntfc«) i: %Mm 3 wffc-frto (1. 6, 
8, 4 0//M) £&PBS (-) fptCTMia-e'f >^ri^- h t/wo 
>/^WliIHi:, -/V w?*$>*»i 1 0 BWK h Lfc&fc 

ft^***Jm»<0T5O'f K»Jfi*U«"t-*ffiWtt (96) i:Jft*Lfc^7 5n 

K^jfto 5 o %wmm& (IC 50 «) ZnfeLtzo 

[0 6 7 8] 

ims] 



7 5o^ Kfla*^^^ 



I C 



50 



(mM) 



AJ31-40 
Aj3 1 -4 2 

75)Jy 



1. 16 
0. 7 0 
2.0 8 
1.97 



A 0 1 - 4 0 : Amy loid yS-Protein (Human, 1-40) 
A /? 1 — 4 2 : £-Amy loid (1-42) 
[0 6 7 9] 
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, TfcSfi^ &&;E>T'j-;i^ W&m*^~fz>^t i>$>z> 

t&ffl i>L< itTffmw 5-7 mommm^zis-Mt&o r 3 i±, ykmw^m* ■ 
mzitm-rzo at, Aoy>e, mmi>L<ityfmm<7)5-6M<ow^:Ri\: 
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i/E 

#^2 003-094257 
fti I A I I If I 



[000002831] 
1 . ^H*M B 1 9 9 0^ 8H280 

ft Br m^i&^EB^Mf 3Ti 1 4#1 O-^ 



tBlE#-5§- ffiiiE#2 0 0 4 - 3 0 5 4 3 1 2 



